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In the claims: 



1 



(original) A compound of the Formula A: 



u 



(R 1 )n 




(CH 2 )o.iQ 



a is 0 or 1; 
bisOor 1; 
m is 0, 1 or 2; 
nisO, 1,2 or 3; 
p is 0, 1 or 2; 
qisO, 1, 2, 3 or 4; 
r is 0 or 1; 
s is 0 or 1; 
t is 2, 3, 4, 5 or 6; 



u, v, w and x are independently selected from: CH and N; 



y and z are 



independently selected from: CH and N, provided that at least one of y and z is N; 
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Q is selected from: -NR5r6, aryl and heterocyclyl, said aryl and heterocycle which is optionally 
substituted with one to three R z ; 

Rl is independently selected from: 

1) (C=O) a ObCl-Cl0 alkyl, 

2) (C=0) a O D aryl, 

3) C2-C10 alkenyl, 

4) C2-C10 alkynyl, 

5) (C=0) a Ob heterocyclyl, 

6) . (C=0) a ObC3-C8 cycloalkyl, 

7) CO2H, 

8) halo, 

9) CN, • 

10) OH, 

11) ObCi-C6 perfluoroalkyl, 

12) O a (C=0)bNR5R6, 

13) MRc(C=0)NR5r6, 

14) S(0) m Ra 

15) S(0)2NR5r6, 

16) NRCS(0) m Ra, 

17) oxo, 

18) CHO, 

19) NQ2, 

20) NRc(C=0)ObR a , 

21) 0(C=0)ObCi-Cio alkyl, 

22) 0(C=0)ObC3-C8 cycloalkyl, 

23) 0(C=0)Obaryl, and 

24) 0(C=0)Ob-heterocycle, 
said alkyi; aryl, alkenyl, alkyny., heterocyclyl, and cycloalkyl op.iona.ly sobsdtoted with one or 
more substituents selected from R z ; 



R2 is independently selected from: 
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1) (C=0) a ObCl-ClO alkyl, 

2) (C=0) a Obaryl 

3) C2-Cl0alkenyl, 

4) C2-Cioalkynyl, 

5) (C=0) a Ob heterocyclyl, 

6) (C=0) a ObC3-C8 cycloalkyl, 

7) CO2H, . 

8) halo, 

9) CN, . 

10) OH, 

11) ObCl-C6 perfluoroalkyl, 

12) O a (C=0)bNR 5 R 6 ' 

13) NRC(C=0)NR5R6, 

14) S(0) m R a , 

15) S(0)2NR 5 R 6 > 

16) NRcS(0) m R a , 

17) CHO, 

18) NO2, 

19) NRc(C=0)ObR a , 

20) 0(C=0)0 D Ci-C 10 alkyl, 

21) 0(C=0)0 D C3-C8 cycloalkyl, 

22) 0(C=0)Obaryl, and 

23) 0(C=0)Ob-heterocycle, 

said a,Ky,, ary,, atony,, aUcyn,., hererocyciy,, and cyc,oa,M op,io„a.,y substituted one, 
two or three substituents selected from RZ; 

R3 and R4 are independently selected from: H, Ci-C 6 -alkyl and C-CS-perfluoroalkyl, or 

R 3 a „d R4 are combined to form « wherein one of the carbon atoms is optionally 

replaced by a motety select from O, S(0) m , -N(Rb)C(0)-, and 

-N(COR a )-; 
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R5 and R6 are independently selected from: 

1) H, 

2) (C=0)ObR a , 

3) Ci-Cio alkyl, 

4) aryl, 

5) C2-C10 alkenyl, 

6) C2-C10 alkynyl, 

7) heterocyclyl, 

8) C3-C8 cycloalkyl, 

9) S02R a . and 

10) (C=0)NR b 2, 

said alkyl, cycloalkyl, aryl, heterocylyl, alkenyl, and alkynyl is optionally substituted with one or 
more substituents selected from Rz, or 

R5 and R6 can be taken together with the nitrogen to which they are attached to form a 
monocyclic or bicyclic heterocycle with 5-7 members in each ring and optionally contaming, m 
addition to the nitrogen, one or two additional heteroatoms selected from N, O and S, Sai d 
monocyclic or bicyclic heterocycle optionally substituted with one or more substituents selected 

fromR z ; 



1) 


(C=0) a ObCi-Cio alkyl, 


2) 


(C=0) a Obaryl, 


3) 


C2-C10 alkenyl, 


4) 


C2-C10 alkynyl, 


5) 


(C=0) a Ob heterocyclyl, 


6) 


(C=0) a O D C3-C8 cycloalkyl, 


7) 


CO2H, 


8) 


halo, 


9) 


CN, 


10) 


OH, 


11) 


0 D Ci-C6 perfluoroalkyl, 
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12) O a (C=0)bNR5R6, 

13) NR5(C=0)NR5r6 

14) S(0) m Ra, 

15) S(0)2NR 5 R 6 , 

16) NR5S(0) m Ra, 

17) oxo, 

18) CHO, 

19) N02, 

20) 0(C=0)ObCl-CiO alkyl, and 

21) 0(C=0)ObC3-C8 cycloalkyl, 

said a*y>, a.keny". - «• " 

more substituents selected from R z ; 

Rz is selected from: 

1) (C=0)rO s (Ci-Cio)alkyl, 

2) O r (Ci-C3)perfluoroalkyl, 

3) (Co-C6)alkylene-S(0) m R a » 

4) oxo, 

5) OH, 

6) halo, 

7) CN, 

8) (C=O)rO s (C2-Cl0)alkenyl, 

9) (C=O)rO s (C2-Ci0)alkynyl, 

10) (C=0)rO s (C3-C6)cycloalkyl, 

11) (C=0)rO s (Co-C6)alkylene-aryl, 

12) (C=0)rO s (Co-C6)alkylene-heterocyclyl, 

13) (C=0)rO s (Co-C6)alkylene-N(Rb)2, 

14) C(0)R a , 

15) (Co-C6)alkylene-C02R a , 

16) C(0)H, 

17) (Co-C6)alkylene-C02H, 



• > 
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18) C(0)N(R b )2> 

19) S(0) m R a , 

20) S(0)2N(R b )2 

21) NRC(C=0)ObR a , 

22) O(C=O)ObCl-Ci0 alkyl, 

23) 0(C=0)ObC3-C8 cycloalkyl, 

24) 0(C=0)Obaryl, and 

25) 0(C=0)Ob-heterocycle, 

said aikyl, alkeny., alkyny., *ry>, - ^ccydyl is optionally subsuturec, £ up , «o 

three substituents selected from Rb, OH, (C i-C 6 )alko X y, halogen, C0 2 H, CN, 0(C 0)Ci C6 

alkyl, oxo, and N(Rb)2; _ unsub stituted (C 2 -C6)slkenyl, 

RSis substituted or unsubstttuted (Cl-C6)aUcyl, soDsmuieo oi iui 

substituted or unsubstituted (C 2 -C6>aUcynyl, substituted or unsubstituted <C 3 -C6>cycl°alkyl, 
I^uled or unsubstiruteo aryl, (C-C^uoroalky., ^rnfluoreerhyl, or subsuruted or 

unsubstituted heterocyclyl; and 

Rb is H (Ci-C 6) alkyl, substituted or unsubstituted aryl, substituted or unsubstituted benzyl, 
substituted or unsubstituted heterocyclyl, (C 3 -C 6 )cycloalkyl, (C=0)OCi-C 6 alkyl, 
(C=0)Ci-C6 alkyl or S(0)2R a ; 

Rc is selected from: 

1) H, 

2) Ci-Cio alkyl, 

3) aryl, 

4) C2-C10 alkenyl, 

5) C2-C10 alkynyl, 

6) heterocyclyl, 

7) C3-C8 cycloalkyl, 

8) Ci-C6perfluoroalkyl, 

satd aiky., cycloalkyl, ary,, heterocyly., alkeny,, and alkyny, is optionally substituted with one or 
more substituents selected from R z , or 



't 
i 
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or a 



pharmaceutical^ acceptable salt or a stereoisomer thereof. 



2. 



wherein: 



(original) Tbe compound according to Claim 1 of the Formula A-1: 




A-1 



aisOorl; 
bisOorl; 
mis 0,1 or 2; 
n is 0,1, 2 or 3; 
p is 0, 1 or 2; 
risOorl; 
sisOorl; 

u, v, w and x are independently selected from 
may be N; 



: CH and N, provided that only one of u, v, w and x 



Q is selected from: -NR5R6 and 
with one to three R z ; 



heterocycle, said heterocycle which is optionally substituted 



Rl is independently selected from: 

1) (C=O) a ObCl-Ci0 alkyl 

2 ) (C=0) a Obaryl, 
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3) C2-C10 alkenyl, 

4) C2-C10 alkynyl, 

5) (C=0) a Ob heterocyclyl, 

6) (C=0) a ObC3-C8 cycloalkyl, 

7) CO2H, 

8) halo, 

9) CN, 

10) OH, 

11) ObCi-C6 perfluoroalkyl, 

12) O a (C=0)bNR 5 R 6 , 

13) NRc(C=0)NR5r6, 

14) S(0) m Ra, 

15) S(0)2NR 5 R 6 , 

16) NRcS(0) m Ra, 

17) oxo, 

18) CHO, 

19) NO2, 

20) NRc(C=0)ObR a , 

21) 0(C=0)ObCi-Cio alkyl, 

22) 0(C=0)ObC3-C8 cycloalkyl, 

23) 0(C=0)Obaryl, and 

24) 0(C=0)0 D -heterocycle, 

said alkyl, aryl, alkenyl, alkynyl, heterocyclyl, and cycloalkyl optionally substituted with one or 
more substituents selected from R z ; 

R.2 is independently selected from: 

1) (C=0) a ObCi-C 10 alkyl, 

2) (C=0) a Obaryl, 

3) C2-C10 alkenyl, 

4) C2-C 10 alkynyl, 

5) (C=0) a Ob heterocyclyl, 

6) (C=0) a ObC3-C8 cycloalkyl, 



* > 

* 1 
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7) 

8) 
9) 
10) 

11) 



C02H, 

halo, 
CN, - 
OH, 

0 D Ci-C6 perfluoroalkyl, 



12) O a (C=0)bNR5R6, 

13) NR5(C=0)NR5r6, 

14) S(0) m Ra, 

15) S(0)2NR5R6, 

16) NR5S(0) m Ra 

17) CHO, 

18) NO2, 

19) NRC(C=0)ObR a , 

20) 0(C=0)0 D Ci-Cio alkyl, 

21) 0(C=0)ObC3-C8 cycloalkyl, 

22) 0(C=0)Obaryl, and 

23) 0(C=0)Ob-heterocycle, 

said alkyl, aryl, alkenyl, alkynyl, heterocyclyl, and cycloalkyl optionally substituted 
two or three substituents selected from R z ; 

R5 and R 6 are independently selected from: 



1) 


H, 


2) 


(C=0)ObR a , 


3) 


C1-C10 alkyl, 


4) 


aryl, 


5) 


C2-C10 alkenyl, 


6) 


C2-C10 alkynyl, 


7) 


* 

heterocyclyl, 


8) 


C3-C8 cycloalkyl, 


9) 


S02R a , and 


10) 


(C=0)NRl>2, 



1 
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said alkyl, cycloalkyl, aryl, heterocylyl, alkenyl, and alkynyl is optionally substituted with one or 
more substituents selected from Rz, or 

R5 and R6 can be taken together with the nitrogen to which they are attached to form a 
monocyclic or bicyclic heterocycle with 5-7 members in each ring and optionally containing, in 
addition to the nitrogen, one or two additional heteroatoms selected from N, O and S, said 
monocyclic or bicyclic heterocycle optionally substituted with one or more substituents selected 



from R z ; 



Rz is selected from: 



1) 


(L=U)rUs^l"^lUJ dAJ v 1 » 


2) 


Of(C 1 -C3)pertluoroaiKyi, 


3). 




4) 


0X0, 


5) 


OH, 


6) 


halo, 


7) 


CN, 


8) 


(C=0)rO s (C2-C io)alkenyl, 


9) 


(C=0)rO s (C2-C io)alkynyl, 


10) 


(C=0)rO s (C3-C6)cycloalkyl, 


11) 


(C=0)rO s (Co-C6)alkylene-aryl, 


12) 


(C=0)rO s (Co-C6)alkylene-heterocyclyl, 


13) 


(C=0)rO s (Co-C6)alkylene-N(Rb)2, 


14) 


C(0)R a , 


15) 


(Co-C6)alkylene-C02R a , 


16) 


C(0)H, 


17) 


(Co-C6)alkylene-C02H, 


18) 


C(0)N(Rb)2, 


19) 


S(0) m R a > 


20) 


S(0)2NR 9 R 10 


21) 


NRC(C=0)ObR a , 


22) 


0(C=0)ObCi-Cio alkyl, 
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23) 0(C=0)ObC3-C8 cycloalkyl, 

24) 0(C=0)Obaryl, and 

25) 0(C=0)Ob-heterocycle, 

sai d alkyl, alkenyl, alkynyl, cycloalkyl, aryl, and heterocyclyl is optionally substituted with up to 
three substituents selected from Rb, OH, (Ci-C 6 )alkoxy, halogen, CO2H, CN, 0(C=0)Ci-C 6 
alkyl, oxo, and N(Rb)2; 

R a is substituted or unsubstituted (Ci-C 6 )alkyl, substituted or unsubstituted (C 2 -C 6 )alkenyl, 
substituted or unsubstituted (C 2 -C6)alkynyl, substituted or unsubstituted (C 3 -C 6 )cycloalkyl, 
substituted or unsubstituted aryl, (Ci-C 6 )perfluoroalkyl, 2,2,2-trifluoroethyl, or substituted or 
unsubstituted heterocyclyl; and 

Rb is H (Ci-C6)alkyl, substituted or unsubstituted aryl, substituted or unsubstituted benzyl, 
substituted or unsubstituted heterocyclyl, (C 3 -C 6 )cycloalkyl, (C=0)OCi-C 6 alkyl, (C=0)Ci-C 6 
alkyl or S(0)2R a ; 

RC is selected from: 

1) H, 

2) C1-C10 alkyl, 

3) aryl, 

4) C2-C 10 alkenyl, 

5) C2-C10 alkynyl, 

6) heterocyclyl, 

7) C3-C8 cycloalkyl, 

8) C1-C6 perfluoroalkyl, 

said alkyl, cycloalkyl, aryl, heterocylyl, alkenyl, and alkynyl is optionally substituted with one or 
more substituents selected from R z , or 

or a pharmaceutical^ acceptable salt or a stereoisomer thereof. 

3. (original) The compound according to Claim 1 of the Formula B: 



I 

I 



* 
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wherein: 




B 



aisOorl; 
b is 0 or 1; 
m is 0, 1 or 2; 
n is 0,1, 2 or 3; 
p is 0, 1 or 2; 
risOorl; 
s is 0 or 1; 

u, v, w and x are independently selected from: CH and N, provided that only one of u, v, w and x 
may be N; 

Q is selected from: -NR5r6 and heterocycle, said heterocycle which is optionally substituted 
with one to three R z ; 



Rl is independently selected from: 

1) (C=O) a ObCi-Ci0 alkyl, 

2) (C=0) a Obaryl, 

3) C2-C10 alkenyl, 

4) C2-C10 alkynyl, 

5) (C=0) a Ob heterocyclyl, 

6) (C=0) a ObC3-C8 cycloalkyl, 
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7) C0 2 H, 

8) halo, 

9) CN, 

10) OH, 

11) ObCi-C6perfluoroalkyl, 

12) O a (C=0) D NR 5 R 6 , 

13) NRC(C=0)NR5R6, 
. 14) S(0) m Ra, 

15) S(0)2NR5R6, 

16) NRcS(0) m Ra, 

17) oxo, 

18) CHO, 

19) N02, 

20) NRc(C=0)ObR a , 

21) 0(C=0)ObCi-Cioalkyl, 

22) 0(C=0)ObC3-C8 cycloalkyl, 

23) 0(C=0)Obaryl, and 

24) 0(C=0)Ob-heterocycle, 

said alkyl, aryl, alkenyl, alkynyl, heterocyclyl, and cycloalkyl optionally substituted with 
more substituents selected from R z ; 

R2 is independently selected from: 



1) 


(C=O) a ObCi-Ci0 alkyl, 


2) 


(C=0) a Obaryl, 


3) 


C2-C10 alkenyl, 


4) 


C2-C10 alkynyl, 


5) 


(C=0) a Ob heterocyclyl, 


6) 


(C=0) a ObC3-C8 cycloalkyl, 


7) 


CO2H, 


8) 


halo, 


9) 


CN, 


10) 


OH, 
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1 1 \ 

ri; 


OkPi nerfluoroalkvl, 


VI) 


OoCC=0 > )hNR5R6, 


13) 


NRD(C=0)NK^R D , 


14) 


S(0) m R a , 


15) 


S(0)2NKyK°, 


16) 


xtt) ^ o tr\\ x> s\ 


17) 


CHO, 


18) 


NU2> 


19) 


NRC(C=0)0 D R a , 


20) 


O(C=O)ObCi-Ci0 alkyl, 


21) 


0(C=0)ObC3-C8 cycloalkyl, 


22) 


0(C=0)0 D aryl, and 


23) 


0(C=0)Ob-heterocycle, 


said alkyl, aryl, alkenyl, alkynyl, heterocyclyl 


two or three substituents selected from R z ; 


R5 and R6 are independently selected from: 


1) 


H, 


2) 


(C=0)ObR a , 


3) 


Ci-Cio alkyl, 


4) 


aryl, 


5) 


C2-C10 alkenyl, 


6) 


C2-C10 alkynyl, 


7) 


heterocyclyl, 


8)' 


C3-C8 cycloalkyl, 


9) 


S02R a , and . 


10) 


(C=0)NRb 2) 



said alkyl, cycloalkyl, aryl, heterocylyl, alkenyl, and alkynyl is optionally substituted with one or 
more substituents selected from R z , or 

R5 and R6 can be taken together with the nitrogen to which they are attached to form a 
monocyclic or bicyclic heterocycle with 5-7 members in each ring and optionally containing, in 



PCTAJS03/ 10442 

Merck Case 21074YP 

Page 16 



addition to the nitrogen, one or two additional heteroatoms selected from N, O and S, said 
monocyclic or bicyclic heterocycle optionally substituted with one or more substituents selected 



from R z ; 



Rz is selected from: 



1) 


(C=0)rUs(v 1 - w 0 jaiK/ 1 ! 


2) 


Or(C i-L3)peniuoroaiKyi, 


3) 


rrn r^^alkvlene-S(0)mR a , 


4) 


0X0, 


5) 


Uri, 


6) 


halo, 


7) 


CN, 


<>) 


(C-CYi tOeCC9-Ci o)alkenyl, 


9) 






rr-n^uicrr^-C^CYcloalkYl, 


11) 


/T 1 — n^j^fPn-C^Wkvlene-arvl, 


1 1\ 
12) 


^r , -^^^^o^^^-^^^alkvlene-hete^ocyclyl, 


1 1\ 
13) 


fr-n^X^Cn-C^ Wkvlene-N(Rb)2, 


14) 


C(0)R d , 


15) 


(Co-C6) a lKyiene-i_u2^ , 


16) 


C(0)H, 


17) 


(Co-C6)alkylene-C02H, 


18) 


C(0)N(Rb)2, 


19) 


S(0) m Ra 


20) 


S(0)2NR9RlO 


21) 


NRc(C=0)ObR a , 


22) 


O(C=O)ObCi-Ci0 alkyl, 


23) 


0(C=0)ObC3-C8 cycloalkyl, 


24) 


0(C=0)0baryl, and 


25) 


0(C=0)Ob-heterocycle, 



* 

» 



II 
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said alkyl, alkenyl, alkynyl, cycloalkyl, aryl, and heterocyclyl is optionally substituted with up to 
three substituents selected from Rb OH, (Ci-C6)alkoxy, halogen, CO2H, CN, 0(C=0)Ci-C6 

alkyl, oxo, and N(Rb)2; 

Ra is substituted or unsubstituted (C i-C6)alkyl, substituted or unsubstituted (C2-C6)alkenyl, 
substituted or unsubstituted (C2-C6)alkynyl, substituted or unsubstituted (C3-C6)cycloalkyl, 
substituted or unsubstituted aryl, (Ci-C6)perfluoroalkyl, 2,2,2-trifluoroethyl, or substituted or 

unsubstituted heterocyclyl; and 

Rb is H, (C i-C6)alkyl, substituted or unsubstituted aryl, substituted or unsubstituted benzyl, 
substituted or unsubstituted heterocyclyl, (C3-C 6 )cycloalkyl, (C=0)OCi-C6 alkyl, (C=0)Ci-C6 
alkyl or S(0)2R a ; 

Rc is selected from: 

1) H, . 

2) C1-C10 alkyl, 

3) aryl, 

4) C2-C10 alkenyl, 

5) C2-C10 alkynyl, 

6) heterocyclyl, 

7) C3-C8 cycloalkyl, 

8) C1-C6 perfluoroalkyl, 

said alkyl, cycloalkyl, aryl, heterocylyl, alkenyl, and alkynyl is optionally substituted with one or 

more substituents selected from R z , or 

or a pharmaceutically acceptable salt or a stereoisomer thereof. 

4. (original) The compound according to Claim 3 of the Formula B: 



t 



4 
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B 



wherein: 

aisOorl; 
bisOorl; 
mis 0,1 or 2; 
nisO, 1,2 or 3; 
p is 0, 1 or 2; 
risOorl; 
s is 0 or 1; 

u, v, w and x are independently selected from: CH and N, provided that only one of u, v, w and x 
may be N; 

Q is selected from: -NR5R6 phenyl, benzimidazolyl, benzimidazolonyl, quinolinyl and 
isoquinolinyl, said benzimidazolyl, benzimidazolonyl, quinolinyl and isoquinolinyl which are 
optionally substituted with one or two RZ; 



Rl is independently selected from: 

1) (C=O) a ObCi-Ci0 alkyl, 

2) (C=0) a Obaryl, 

3) C2-C10 alkenyl, 

4) C2-C10 alkynyl, 

5) (C=0) a Ob heterocyclyl, 



i 



« 
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6) (C=0) a ObC3-C8 cycloalkyl, 

7) CO2H, 

8) halo, 

9) CN, 

10) OH, 

11) ObCi-C6 perfluoroalkyl, 

12) O a (C=0)bNR5R6, 

13) NRC(C=0)NR5R6, 

14) S(0) m Ra, 

15) S(0)2NR5R6, 

16) NRcS(0) m Ra, 

17) oxo, 

18) CHO, 

19) NO2, 

» 

20) NRc(C=0)0 D R a , 

21) 0(C=0)ObCi-Cio alkyl, 

22) 0(C=0)ObC3-C8 cycloalkyl, 

23) 0(C=0)Obaryl, and 

24) 0(C=0)Ob-heterocycle, 

said alkyl, aryl, alkenyl, alkynyl, heterocyclyl, and cycloalkyl optionally substituted 
more substituents selected from RZ; 

R2 is independently selected from: 



1) 


(C=0) a ObCi-Cio alkyl, 


2) 


(C=0) a Obaryl, 


3) 


C2-C10 alkenyl, 


4) 


C2-C10 alkynyl, 


5) 


(C=0) a Ob heterocyclyl, 


6) 


(C=0) a ObC3-C8 cycloalkyl, 


7) 


CO2H, 


8) 


halo, 


9) 


CN,' 
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10) 


OH, 


1 1 \ 

11) 


r\t f^t rwarfliinmsl Vvl 
UqL^I-V^q pciiiuuiuoiivyi, 


12) 




.13) 


NRC(C=0)NR5Ro, 


14) 


S(0) m Ra, 


15) 


S(0)2NR5Ro, 


16) 


NRCS(0) m R a . 


17) 


CHO, 


18) 


N02, 


19) 


NRC(C=0)ObR a , 


20) 


O(C=O)ObCl-Ci0 alkyl, 


21) 


0(C=0)0 D C3-C8 cycloalkyl, 


22) 


0(C=0)Obaryl, and 


23) 


0(C=0)Ob-heterocycle, 


said alkyl, aryl, alkenyl, alkynyl, heterocyclyl 


two or three substituents selected from R z ; 


R5 and R6 are independently selected from: - 


1) 


H, 


2) 


(C=0)ObR a , 


3) 


Ci-Cio alkyl, 


4) 


aryl, 


5) 


C2-C10 alkenyl, 


6) 


C2-C10 alkynyl, 


. 7) 


heterocyclyl, 


8) 


C3-C8 cycloalkyl, 


9) 


S02R a , and 


10) 


(C=0)NRb 2 , 



more substituents selected from R z , or 



t 

I 
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R5 and R6 can be taken together with the nitrogen to which they are attached to form a 
monocyclic or bicyclic heterocycle with 5-7 members in each ring and optionally containing, in 
addition to the nitrogen, one or two additional heteroatoms selected from N, O and S, said 
monocyclic or bicyclic heterocycle optionally substituted with one or more substituents selected 

* 

from R z ; 



Rz is selected from: 



1 \ 
1) 


(C-cwjCioiCi -Ci rrtalkvL 


z) 


CsJC 1 -P^nerfluoroalkvl, 


^1 
3) 


fCn-C*, alkvlene-S(0)mR a , 


4) 


0X0, 


5) 


OH, 


6) 


halo, 


7 ) 


CN, 


CI 


fp— n\P)ofPo-Ci rrtalkenvL 


G\ 

y) 


fp— m^fWPo-Ci nlalkvnvl. 


10) 


fp— ni^n o fP i -P vcloalkvL 




fp— ni^ofPn-P/Oalkvlene-arvl, 


1 oi 

1Z) 


^p-O^^OorPn-C^^alkvlene-heterocvclyL 


13) 


(L=U)rOs^O"^o jaiKyieiic-i>i yr^^jZi 


14) 


C(0)R a , 


15) 


(Co-C6)alkylene-C02R a , 


16) 


C(0)H, 


17) 


(Co-C6)alkylene-C02H, 


18) 


C(0)N(Rb) 2 , 


19) 


S(0) m R a , and 


20) 


S(0)2NR 9 R 10 


21) 


NRC(C=0)0bR a , 


22) 


O(C=O)ObCi-Ci0 alkyl, 


23) 


0(C=0)ObC3-C8 cycloalkyl, 


24) 


0(C=0)0baryl, and 


25) 


0(C=0)Ob-heterocycle, 



i 



I 



PCT/US03/10442 

Merck Case 21074YP 

Page 22 



said alkyl, alkenyl, alkynyl, cycloalkyl, aryl, and heterocyclyl is optionally substituted with up to 
three substituents selected from Rb OH, (Ci-C6)alkoxy, halogen, CO2H, CN, 0(C=0)Ci-C6 

alkyl, oxo, and N(Rb)2; 

R* is (Ci-C6)alkyl, (C3-C6)cycloalkyl, aryl, or heterocyclyl; and 

Rb is H, (Ci-C6)alkyl, aryl, heterocyclyl, (C3-C6)cycloalkyl, (C=0)OCi-C6 alkyl, 
(C=0)C 1 -C6 alkyl or S(0)2R a ; 

Rc is selected from: 

1) H, 

2) C1-C10 alkyl, 

3) aryl, 

4) C2-C 10 alkenyl, 

5) C2-C 10 alkynyl, 

6) heterocyclyl, 

7) C3-C8 cycloalkyl, 

8) C1-C6 perfluoroalkyl, 

said alkyl, cycloalkyl, aryl, heterocylyl, alkenyl, and alkynyl is optionally, substituted with one or 
more substituents selected from R z , or 

or a pharmaceutically acceptable salt or a stereoisomer thereof. 

5 . (original) The compound according to Claim 4 of the Formula C : 
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(R 1 )n 



x N 




wherein 



aisOorl; 
bisOorl; 
m is 0, 1 or 2; 
n is 0, 1, 2 or 3; 
p is 0, 1 or 2; 
risOor 1; 
sisOorl; 

u, v, w and x are independently selected from: CH and N, provided that only one of u, v, w and x 
may be N; 



Q is selected from: -NR5r6, 




(0-3) 



and 




Rl is independently selected from: 

1) (C=0) a ObCi-Cio alkyl, 

2) (C=0) a Obaryl, 

3) C2-Cioalkenyl, 
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Po-Ctn alkvnvl. 


5) 




6) 


(C=0) a ObC3-C8 cycloalkyl, 


7) 


C02H, 


8) 


halo, 


9) 


CN, 


10) 


OH, 


11) 


r\\_C^ 1 r^i: rkprfl 11 nro?i I kvl 


1 1\ 

IZ) 




13) 


NR c (C=0)NR :) R 0 , 


14) 


S(0) m R a , 


15) 


S(0)2NR :) R 0 , 


16) 


NR c S(0)mR > 


17) 


oxo, 


18) 


CHO, 


19) 


NO2, 


20) 


NRc(C=0)ObR a , , 


21) 


O(C=O)ObCi-Ci0 alkyl, 


22) 


0(C=0)ObC3-C8 cycloalkyl, 


23) 


0(C=0)Obaryl, and 


24) 


0(C=0)Ob-heterocycle, 



said alkyl, aryl, alkenyl, alkynyl, heterocyclyl, and cycloalkyl optionally substituted 
more substituents selected from R z ; 

R2 is independently selected from: 

1) C1-C6 alkyl, 

2) aryl, 

3) heterocyclyl, ' 

4) CO2H, 

5) halo, 

6) CN, 

7) OH, 
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8) S(0)2NR 5 R 6 , 

said alkyl, aryl and heterocyclyl optionally substituted with one, two or three substituents 
selected from R z ; 

R5 and R.6 are independently selected from: 

1) H, 

2) (C=0)ObR a , 

3) Ci-Cio alkyl, 

4) aryl, 

5) C2-C10 alkenyl, 

6) C2-C10 alkynyl, 

7) heterocyclyl, 

8) C3-C8 cycloalkyl, 

9) S02R a ,and 

10) (C=0)NRb 2 , 

said alkyl, cycloalkyl, aryl, heterocylyl, alkenyl, and alkynyl is optionally substituted with one or 
more substituents selected from R z , or 



Rz is selected from: 


1) 


(C=0)rO s (Ci-Cio)alkyl, 


2 ). 


O r (Ci-C3)perfluoroalkyl, 


3) 


(Co-C6)alkylene-S (0) m Ra, 


4) 


oxo, 


5) 


OH, 


6) 


halo, 


7) 


CN, 


8) 


(C=0) r O s (C2-Cio)alkenyl, 


9) 


(C=0)rO s (C2-Cio)alkynyl, 


10) 


(C=0) r O s (C3-C6)cycloalkyl, 


11) 


(C=0)rO s (Co-C6)alkylene-aryl, 


12) 


(C=0)rO s (Co-C6)alkylene-heterocyclyl, 


13) 


(C=0)rO s (Co-C6)alkylene-N(Rb) 2 , 
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1 A\ 
14) 






( r Cn-C^ > >alkvlene-C09R a 


10) 


U(U)M, 




fCn-CfOalkvlene-COoH 


i0 / 






SCOWRa and 


20) 


S(0)2N(R°)2 


21) 


NRC(C=0)ObR a , 


22) 


0(C=0)ObCi-Cio alkyl, 


23) 


0(C=0)ObC3-C8 cycloalkyl, 


24) 


0(C=0)Obaryl, and 


25) 


0(C=0)Ob-heterocycle, 



said alkyl, alkenyl, alkynyl, cycloalkyl, aryl, and heterocyclyl is optionally substituted with up to 
three substituents selected from Rb OH, (Ci-C6)alkoxy, halogen, CO2H, CN, 0(C=0)Ci-C6 

alkyl, oxo, and N(Rb)2; 

R a is (C 1 -C6)alkyl , (C3-C6)cycloalkyl , aryl , or heterocyclyl ; and 

Rb is H, (Ci-C6)alkyl, aryl, heterocyclyl, (C3-C6)cycloalkyl, (C=0)OCi-C6 alkyl, 
(C=0)Ci-C6 alkyl or S(0)2R a ; 

Rc is selected from: 



1) 


H, 


2) 


C1-C10 alkyl, 


3) 


aryl, 


4) 


C2-C10 alkenyl, 


5) 


C2-C10 alkynyl, 


6) 


heterocyclyl, 


7) 


C3-C8 cycloalkyl, 


8) 


C1-C6 perfluoroalkyl, 



1 
I 
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said alkyl, cycloalkyl, aryl, heterocylyl, alkenyl, and alkynyl is optionally substituted with one or 
more substituents selected from Rz, or 

- 

or a pharmaceutical^ acceptable salt or a stereoisomer thereof. 

6. (original) A compound which is selected from: 
H H 4<3-phenylquinoxalin-2^ 

3_(4.{[4-(2-oxo-23-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-2- 
phenylquinaxoline-6-carboxylic acid; 

2-(4-{ [4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-3- 
phenylquinaxoline-6-carboxylic acid; 

N-[3<lH4madazol-l-yl)propyl]-3-(4-{[4-(2-oxo-2,3^hydro-lH-^^ 
yl]methyl }phenyl)-2-phenylquinaxoline-6-carboxamide; 

l.{l.[4-(3-phenylpyrido[3,4-b]pyrazin-2-yl)benzyl]piperidin-4-yl}-l,3-dihydro-2H- 
benzimidazol-2-one; 

1- {l-[4-(2-phenylpyrido[3,4-b]pyrazin-3-yl)benzyl]piperidin-4-yl}-l,3-dihydro-2H- 
benzimidazol-2-one; 

1 . { i .[ 4 -(2-phenylquinolin-3-yl)benzyl]piperdin-4-yl } - 1 ,3-dihydro-2H-benzimidazol-2-one; 

1. { i-[4-(6 ,7-diamino-3-phenylquinoxalin-2-yl)benzyl]piperidin-4-yl } -1 ,3-dihydro-2H- 
benzimidazol-2-one; 

2- (4-{[3-(lH-indol-3-yl)pyrrolidin-l-yl]methyl}phenyl)-3-phenylquinoxaline; 

l.(l.{4.[3-(2-annnophenyl)quinoxalin-2-yl]benzyl}piperidin-4-yl)-l,3-dihydro-2H- 
benzimidazol-2-one; 
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3.4- dichloro-N-{(3R)4-[4K3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl}benzamide; 
4-cyano-N-{(3R)4-[4K3-pheriylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl}benzamide; 
2,6-difluoro-N-{(3R)-l-[4-(3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl}benzamide; 
N-{(3R)-1^4-(3-phenylquinoxalin-2-yl)benzyl]pyrrolicUn-3-yl}-3Ktrifluoromethyl)benzaniide; 

2.5- difluoro-N-{(3R)-l-[4K3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl}benzamide; 
3,5-difluoro-N-{(3R)-l-[4-(3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl}benzamide; 
N-{(3R)4^4K3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl}43-thiazole-5-carboxarm 
(3R)-l-[4K3-phenylquinoxalin-2-yl)benzyl]-3-[(13-thiazoM-ylcarbonyl)amino]pyrrolidinium; 

4-[({ (3R)-l-[4-(3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl }amino)carbonyl]-l,3- 
thiazolidin-3-ium; 

N- { (3R)- 1 -[4-(7-amino-3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl } -1 ,3-thiazole-5- 
carboxamide; 

3-phenyl-2-[4<{(3R)-3-[(13-thiazol-5-ylcarbonyl)amino]pyrrolidin-l- 
yl } methyl)phenyl]quinoxaline-6-carbdxylic acid; 

2-phenyl-344-({(3R)-3-[(l,3-thiazol-5-ylcarbonyl)amino]pyrrolidin-l- 
yl } methyl)phenyl]quinoxaline-6-carboxylic acid; 

N- { (3R)-l-[4-(3-phenylpyrido[3,4-b]pyrazin-2-yl)benzyl]pyrrolidin-3-yl }-l ,3-thiazole-5- 
carboxamide; 

N-{(3R)-l-[4K3-phenylpyrido[23-b]pyrazin-2-yl)benzyl]pyrrolidin-3-yl}-13-thiazole-5- 
carboxamide; 

N-{(3R)-l-[4-(2-phenylpyrido[2,3-b]pyrazin-3-yl)benzyl]pyrrolidin-3-yl}-l,3-thiazole-5- 
carboxamide; 

N-{(3R)-l-[4-(5-hydroxy-3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl}-l,3-thiazole-5- 
carboxamide; 

N-(3-methylphenyl)-N'-{l-[4-(3-phenylquinoxalin-2-yl)benzyl]azetidin-3-yl}urea; 
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N-(4-methoxyphenyl)-N'-{l-[4-(3-phenylquinoxalin-2-yl)benzyl]azetidin-3-yl}urea; 

N-(3-methoxyphenyl)-N'-{ l-[4-(3-phenylquinoxalin-2-yl)benzyl]azetidin-3-yl }urea; 

methyl 3-{ [({ l-[4-(3-phenylquinoxalin-2-yl)benzyl]azetidin-3- 
yl }amino)carbonyl]amino Jbenzoate; 

N- [4-(difluoromethoxy)phenyl] -N - { 1 - [4-(3 -phenylquinoxalin-2-yl)benzyl] azetidin-3-yl } urea; 

2-(4- { [4-(2-methyl- lH-benzimidazol- 1 -yl)piperidin- 1 -yl]methyl } phenyl)-3-phenylquinoxalin-5- 
ol; 

N^-dimethyl-N 1 -[3-(4- { [4-(2-oxo-2,3-dihydro- l#-benzimidazol- 1 -yl)piperidin- 1 - 
yl]methyl}phenyl)-3-phenylquinoxalin-6-yl]glycinamide; 

9- { 1 -[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-4-yl } -9H-purin-6-amine; 
3.(4-{[4-(6-armno-9H-purin-9-yl)piperidin-l-yl]methyl}phenyl)-2-phenylquinoxalin-6-amine; 

9_{l.[4.(6-chloro-3-phenylquihoxalin-2-yl)benzyl]piperidin^-yl}-9H-purin-6-anune; 
2-(4-{[4-(6-armno-9H-purin-9-yl)piperidin4-yl]methyl}phenyl)-3-phenylquinoxalin-6-aim 

9.{l.[4-(7<hloro-3-phenylquinoxalin-2-yl)benzy]]piperidin-4-yl}-9H-purin-6-amine; 

9. { 1 -[4-(3-phenylpyrido[3 ,4-b]pyrazin-2-yl)benzyl]piperidin-4-yl } -9H-purin-6-amine; 
9.{l.[4.(3-phenylpyrido[2^-b]pyrazin-2-yl)benzyl]piperidin-4-yl}-9H-purin-6-amin 
9-{l-[4-(2-phenylpyrido[23-b]pyrazin-3-yl)benzyl]piperidin^-yl}-9H-purin-6-amin^ 
2-(4-{[4K6-amino-9H-purin-9-yl)piperidin4-yl]methyl}phenyl)-3-phenylquinoxalin-5-ol; 

2- (4-{[4-(6-armno-9H-purin-9-yl)piperidi^ 
carboxylic acid; 

3- (4-{[4-(6-armno-9H-purin-9-yl)piperidin-l-yl]methyl}phenyl)-2-phenylquinoxaline-6- 
carboxylic acid; 

2-(4-{[4-(3H-imidazo[4,5-b]pyridin-3-yl)piperidin4-yl]methyl}phenyl)-3-phenylquinoxaline^ 
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2- (4-{[4-(3H-imidazo[4,5-b]pyricUn-3-yl)piperidin-l-yl]methyl}phenyl)-3-phenyl^ 
amine; 

3- (4-{[4-(3H-irmdazo[4,5-b]pyridin-3-yl)piperidin-l-yl]methyl}phenyl)-2-phen 
amine; 

2-(4-{[4-(3H-imidazo[4,5-b]pyridiin-3-yl)piperidin-l-yl]methyl}phenyl)-3-phenylpyrido[2,3- 
b]pyrazine; 

l.{l.[4-(3-phenylquinolin-2-yl)benzyl]piperidin^-yl}-13-dihydro-2H-benzimidazol-2-one; 

1- (l-{4-[3-phenyl-6-(lH-tetrazol-5-yl)quinoxalin-2-yl]benzyl}piperidin-4-yl)-l,3-dihydro-2H- 
benzimidazol-2-one; 

1 .(1 . { 4-[3-phenyl-7-( lH-tetrazol-5-yl)quinoxalin-2-yl]benzyl }piperidin-4-yl)- 1 ,3-dihydro-2H- 
benzimidazol-2-one; 

9-( i . { 4- [3 -phenyl-7-( 1 H-tetrazol-5-yl)quinoxalin-2-yl]benzyl } piperidin-4-yl)-9H-purin-6-amine; 
9.(l-{4-[3-phenyl-6-(lH-tetrazol-5-yl)quinoxalin-2-yl]benzyl}piperidin^-yl)-9H-purin-6-aniine; 

N^-dimethyl-N 1 -[2-(4- { [4-(2-oxo-2,3-dihydro- 1/f-benzimidazol- 1 -yl)piperidin- 1 - 
yl]methyl}phenyl)-3-phenylquinoxalin-6-yl]glycinamide; 

7V 2 ^V 2 -dimethyl-iV 1 -[3-(4- { [4-(2-oxo-2,3-dihydro- lH-benzimidazol- 1 -yl)piperidin- 1 - . 
yl]methyl}phenyl)-3-phenylquinoxalin-6-yl]glycinamide; 

1 . { i -[4-(2-amino-4-hydroxy-7-phenylpteridin-6-yl)benzyl]piperidin-4-yl } - 1 ,3-dihydro-2H- 
benzimidazol-2-one; 

N-[2-(diethylamino)ethyl]-2^4-{[4^2-oxo-23-dihydro-lH-benzimidazol4-yl)piperidin-l- 
yl]methyl }phenyl)-3-phenylquinoxaline-6-carboxamide; 

N-[2-(diethylamino)ethyl]-3^4-{[4K2-oxo-23-dihydro-lH-benzimidazol-l-yl)piperidin-l- 
yl]methyl }phenyl)-2-phenylquinoxaline-6-carboxamide; 

2- deoxy-2-({ [2-(4-{ [4-(2-oxo-2,3-dihydro-lH-benzimidazol-l-yl)piperidin-l-yl]methyl Jphenyl)- 

3- phenylquinoxalin-6-yl]carbonyl }amino)-D-arabino-hexopyranose; 
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2-deoxy-2-({ [3-(4-{ [4-(2-oxo-2,3-dihydro-lH-benzimidazol-l-yl)piperidin-l-yl]methyl }phenyl)- 
2-phenylquinoxalin-6-yl]carbonyl}amino)-D-arabino-hexopyranose; 

2-(4-{[4K2-oxo-23-dihydro-lH-benzimidazol-l-yl)piperidin-l-yl]methyl}phenyl)-3- 
phenylquinoxalin-6-yl2-(acetylamino)-2-deoxy-D-glucopyranoside; 

3.(4. { [4-(2-oxo-2,3-dihydro- 1 H-benzimidazol- 1 -yl)piperidin- 1 -yl]methyl }phenyl)-2- 
phenylquinoxalin-6-yl 2-(acetylamino)-2-deoxy-D-glucopyranoside; 

3.(4. { [4-hydroxy -4-phenylpiperdin- 1 -yl]methyl } phenyl)-2-phenylquinaxoline; 
3.(4-{[4-(quinazolin-2-on-3-yl)piperdin-l-yl]methyl}phenyl)-2-phenylquinaxoline; 

3.(4_{[4-(pyrid-2-yl)piperdin-l-yl]methyl}phenyl)-2-phenylquinaxoline; 

3.(4_{[3-(benzimidazol-2-yI)piperdin-l-yl]methyl}phenyl)-2-phenylquinaxoline; 

2-(4-{[4^2-oxo-23-dihydro4H-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-3-phenyl-6- 
methylquinaxoline; 

2-(4-{[4K2-oxo-2^-dihydro-lH-benzamidazol4-yl)piperdin-l-yl]methyl}phenyl)-3-phenyl-6- 
chloroquinaxoline ; 

2-(4-{[4<2-oxo-23-dihydro4H-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-3-phenyl-6-(l- 
acetylaminoprop-2-yl)quinaxoline; 

2-(4-{[4-(2-oxo-23-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-3-phenyl-6- 
methylsulfonylquinaxoline; 

N,N-dimethyl-2-(4- { [4-(2-oxo-2,3-dihydro- lH-benzamidazol- l-yl)piperdin-l - 
yl]methyl }phenyl)-3-phenylquinaxoline-6-sulfonamide; 

2-(4-{ [4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl }phenyl)-3- 
phenylquinaxoline-6-sulfonamide; 

N-[3-(lH-ImidazoM-yl)propyl]-2-(4-{[4^ 
yl]methyl}phenyl)-3-phenylquinaxoline-6-carboxamide; 

Ethyl 2-(4- { [4-(2-Oxo-2,3-dihydro- lH-benzamidazol- l-yl)piperdin- l-yl]methyl }phenyl)-3- 
phenylquinaxoline-6-carboxylate; 
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N^3<2-hydroxyethyl]-2-(4-{[4-(2-oxo-23-dihydto4H-benzarnidazol-l-yl)piperdin-l- 
yl]methyl}phenyl)-3-phenylquinaxoline-6-carboxamide; 

N-[3-(2-phenyl-2-hydroxyethyl>^ 

yl]methyl } phenyl)-3-phenylquinaxoline-6-carboxamide; 

2K4-{[4<2-oxo-23-dihy(ko-lH-benzamidazol4-yl)piperdin-l-yl]methyl}phenyl)-3-phenyl-6 
fluoroquinaxoline; 

2-(4-{[4-(2-oxo-23-dihydro-lH-benzamidazol4-yl)piperdin-l-yl]methyl}phenyl)-3-phenyl-6- 
cyanoquinaxoline; 

N-[2-(diethylarnino)ethyl]-2<4-{[4-(2-oxo-23-dihydro-lH-benzamidazol-l-yl)piperdi 
yl]methyl } phenyl)-3-phenylquinaxoline-6-carboxamide; 

N-(5-hydroxypentyl)-2-(4-{[4-(2-oxo-23-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
yl]methyl } phenyl)-3-phenylquinaxoline-6-carboxamide; 

N-[3Kdimethylarnino)-2,2-dime^^ 

yl)piperdin- 1 -yl]methyl } phenyl)-3-phenylquinaxoline-6-carboxamide; 

N-[3-hydroxy-2,2^methylpropyU 

1- yl]methyl}phenyl)-3-phenylquinaxoline-6-carboxamide; 

2- (4-{ [4-(2-oxo-23-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl }phenyl)-3- 
phenylquinaxoline-6-methylsulfonamide; 

2-(4-{[4-(2-oxo-23-dihydro-lH-benzanudazol-l-yl)piperoUn-l-yl]methyl}phenyl)-3-phen 
methoxyquinaxoline; 

2-(4-{[4-(2-oxo-23-dihydro4H-benzanndazol4-yl)piperdin-l-yl]rnethyl}phenyl)-3-phenyl-6- 
nitroquinaxoline; 

2-(4- { [4-(2-oxo-23-dihydro- lH-benzamidazol- l-yl)piperdin- 1 -yl]methyl } phenyl)-3-phenyl-6- 
trifluoromethylquinaxoline; 

2-(4-{[4<2-oxo-23-dihydro-lH-benzamidazol4-yl)piperdin-l-yl]methyl}phenyl) 
aminoquinaxoline; 

3_(4.{ [4.(2-Oxo-23-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl }phenyl)-2- 
phenylquinaxoline-6-carboxylic acid; 
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3_ ( 4_ {[4 .(2-oxo-23-di^ 
methylquinaxoline; 

3. ( 4. {[4 -(2-oxo-23-dihydro4HWamidazol4-yl)piperdin4-yl]m 
chloroquinaxoline; 

N,N-dimethyl-3K4-{[4K2-oxo-23-dihydro-lH-benzamidazol-l-yl)piperdiii-l- 
yl']methyl } phenyl)-2-phenylquinaxoline-6-sulf onamide; 

3-(4-{[4K2-oxo-23-dihydro-lH-benzarmdazoia-yl)piperdin-l-yl]methyl}phenyl)-2- 
phenylquinaxoline-6-sulfonamide; 

N .[3-(lH-Imidazol4-yl)propyl]-3-(4-{[M2-oxo-23 : dih^ 
yl]methyl }phenyl)-2-phenylquinaxoline-6-carboxamide; 

Ethyl 3 -(4-{ [4-(2-oxo-23-dihydro-lH-benzarrudazol-l-yl)piperdin-l-yl]m }phenyl)-2- 
phenylquinaxoline-6-carboxylate; 

N -[3<2-hy<iroxyethyl]-3-(44^^ 

yl]methyl } phenyl)-2-phenylquinaxoline-6-carboxamide; 

N-[M2-phenyl-2-hydroxyethyl]-3W 

yl]methyl }phenyl)-2-phenylquinaxoline-6-carboxanude; 

3 _(4- {[ 4-(2-oxo-23-dihydro^ 
fluoroquinaxoline; 

. M 4_{ [4 .(2-oxo-23-dihydro-lH-benzarmdazol4-yl)piperdin-l-yl]m 
cyanoquinaxoline; 

N-[2-(diethylarnino)ethyl]-3K4-{[4K2-oxo-23-dihy^ 
yl]methyl } phenyl)-2-phenylquinaxoline-6-carboxamide; 

NK5-hydroxypentyl)-3-(4-^^ 
yl]methyl}phenyl)-2-phenylquinaxoline-6-carboxanude; 

N-[3^dimethylamino^^ 

yl)piperdin-l-yl]methyl}phenyl)-2-phenylquinaxohne-6-carboxamide; 

N-[3-hydroxy-2,2-dimethylpropyl]3K4-{[4-(2-oxo-23-dihydro-lH-benzarm 
1 -yl]methyl } phenyl)-2-phenylquinaxoline-6-carboxamide; 
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3-(4.{[4-(2-oxo-23-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-2- 
phenylquinaxoline-6-methylsulfonamide; 

3.(4. { [4-(2-oxo-2,3-dihydro- lH-benzamidazol- 1 -yl)piperdin- 1 -yl] methyl } phenyl)-2-phenyl-6- 
methoxyquinaxoline; 

3.(4.{[4-(2-oxo-23-dihydro4H-benzamidazol4-yl)piperdin4-yl]methyl}phenyl)-2-phenyl-6- 
nitroquinaxoline; 

3.(4. { [4-(2-oxo-2,3-dihydro- lH-benzamidazol- l-yl)piperdin- l-yl]methyl } phenyl)-2-phenyl-6- 
trifluoromethylquinaxoline; 

3.(4- { [4-(2-oxo-2,3-dihydro- lH-benzamidazol- 1 -yl)piperdin- 1 -yl]methyl } phenyl) -2-phenyl-6- 
aminoquinaxoline; 

7-chloro-3-(4-{[4K2-oxo-23-dihydbro4H-benzamidazol4-yl)piperdin-l-yl]methyl}phenyl)-2- 
phenylquinaxoline-6-sulfonamide; 

7_ met hyl-2-(4-{[4-(2-oxo-23-dihydro-lH-benza^ 
phenylquinaxoline-6-carboxamide; 

6- chloro-7-fluoro-3 -(4- { [4-(2-oxo-2,3-dihydro- 1 H-benzamidazol- 1 -yl)piperdin- 1 - 
yl]methyl } phenyl)-2-phenylquinaxoline; 

6J-dichloro-3K4-{[4K2-oxo-23-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)- 

2- phenylquinaxoline; 

7- chloro-2K4-{[4-(2-oxo-23-dihydro4H-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-3- 
phenylquinaxoline-6-sulfonamide; 

7-methyl-3K4-{[4K2-oxo-23-dihydro-lH-benzarmdazol4-yl)piperdin-l-yl]methyl}phenyl)-2- 
phenylquinaxoline-6-carboxamide; 

■ 

6-chloro-7-fluoro-2-(4- { [4-(2-oxo-2,3-dihydro- lH-benzamidazol- 1 -yl)piperdin- 1 - 
yl]methyl}phenyl)-3-phenylquinaxoline; 

6,7-dichloro-2-(4- { [4-(2-oxo-2,3-dihydro-lH-benzamidazol- 1 -yl)piperdin- l-yl]methyl jphenyl)- 

3 - phenylquinaxoline ; 

N_[2-(4-{ [4<benzamidazol-2-yl)piperdin-l-yl]methyl}phenyl)-3-phenylquinaxolin-6- 
yl] methylsulfonamide; 
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2. (4-{[4-(benzamidazol-2-yl)pirjerdin-l-yl]methyl}phenyl)-3-phenylquinax 
acid; 

3. (4-{[4<benzarnidazol-2-yl)piperdin^-yl]methyl}phenyl)-2-phenylquinaxoline-6-carboxylic 
acid; 

7-methyl-2-(4- { [4-(benzamidazol-2-yl)piperdin- l-yl]methyl }phenyl)-3-phenylquinaxoline-6- 
carboxamide; 

7-methyl-3<4-{[4<benzamidazol-2-yl)piperdin-l-yl]methyl}phenyl)-2-phenylquinaxoline-6- 
carboxamide; 

7-chloro-2K4-{[4-(benzarrudazol-2-yl)piperdin4-yl]methyl}phenyl)-3-phenylquinaxoline-6 
sulfonamide; 

7-chloro-3<4-{[4-(benzarmdazol-2-yl)piperdin4-yl]methyl}phenyl)-2-phenylquinaxoline-6- 
sulfonamide; 

N<2-hydroxyemyl)-7-methyl-2-(4-{[4-(benzarmdazol-2-yl)piperdin4-yl]methyl}phen 
phenylquinaxoline-6-carboxamide; 

N<2-hydroxyethyl)-7-methyl-2^4-{[4-(benzarmdazol-2-yl)piperdin-l-yl]methyl}phenyl) 
phenylquinaxoline-6-carboxamide; 

2- (4-{[4^benzaimdazol-2-yl)piperdin-l-yl]methyl}phenyl)-3-phenyl-6-methoxyquinaxoline; 

s 

3- (4- { [4-(benzamidazol-2-yl)piperdin- 1 -yl]methyl } phenyl)-2-phenyl-6-methoxyquinaxoline; 
2-(4-{[4Kbenzairudazol-2-yl)piperdin-l-yl]methyl}phenyl)-3-phenyl-6-nuoroquinaxoline; 
3.(4-{[4-(benzamidazol-2-yl)piperdin-l-yl]methyl}phenyl)-2-phenyl-6-fluoroquinaxoline; 
2-(4-{ [4-(benzamidazol-2-yl)piperdin-l-yl]methyl }phenyl)-3-phenyl-6-cyanoquinaxoline; 
3.(4. { [4-(benzamidazol-2-yl)piperdin-l -yl]methyl }phenyl)-2-phenyl-6-cyanoquinaxoline; 
N-isopropyl-N'Kil-^-CS-phenylquinoxalin^-yDbenzyllpiperidin-S-ylJmethyOurea; 
N^3-fluorophenyl)-N'K{l-[4K3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)urea; 

N-phenyl-N'-({ l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl }methyl)urea; 
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NK4-bromobenzyl)-N , <{144K3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)urea; 
N .( { 144K3-phenylquinoxalin-2-yl)benzyl]pipericlin-3-yl}methyl)benzenesulfonamide; 

N _( { l_ [4 -(3-phenylquinoxalin-2-yl)benzyl]piperi^ 

N . ({ 144-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)benzylsulfonarnide; 

N-({ l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)-3,4- 
dimethoxybenzenesulfonamide; 

N . ({ l.[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)thien-2-ylsulfonam 

N-({l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)2,2,2- 
trifluoroethylsulfonamide; 

N . ({ l.[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)quinolin-7-ylsulfonarm 

4.phenyl-l-{l-[4K3-phenylquinoxalin-2-yl)benzyl]piperidin^-yn 
one; 

1_ { l_ [4 -(3-phenylquinoxalin^ 

NKl-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl)l,23,4,5^^ 
N .(l.[4<3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl)4-acetamidophenylsulfonam 

N .(l.[4<3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl)-3-chloropropylsulfonamide; 

N .(l.[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl)4-chloroophenylsulfonarnide; 

N .(l.[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl)butylsulfonarnide; 

N-(l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl)methylsulfonamide; 

N .(l.[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl)ethylsulfonamide; 

l_ {H4 -(2-phenylbenzo[i^ 
2-one; 

l_ {H 4-(3-phenylbenzo[i]quinoxalin-2^ 
2-one; 



4 
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Ethyl 2-(4-{[4K2-Oxo-23-dihydro-lH-benzamidazol4-yl)piperdin-l-yl]m 
phenylquinaxoline-8-carboxylate; 

Ethyl 2^4-{[4K2-Oxo-23-dihydro4H-bera 
phenylquinaxoline-5-carboxylate; 

2-{l-[4<3-phenylpyrido[3,4-b]pyrazin-2-yl)benzyl]piepridin-4-yl}benzirrada20. 

2-{l-[4-(3-phenylpyrido[43-b]pyrazin-2-yl)bcmyl]piperi 

2-{l-[4-(3-phenylpyrido[23-b]pyrazin-2-yl)benzyl]pipericlin^ 

2-{1^4<3-phenylpyrido[3,2-b]pyrazin-2-yl)benzyl]piperidin^-yl}benzh 

l-[l-(4-{6-[(4-methylpiperazin^^ 
l,3-dihydro-2H-benzimidazol-2-one; 

N-[4<arrunosulfonyl)benzyl]-2-(4-{[4K2-oxo-23-dihydro4H-benzimidazd 
yl]methyl}phenyl)-3-phenylquinoxaline-6-carboxamide; 

l.{l. [4 <6-benzoyl-3-phenylquinoxalin-2-yl]benzyl)piperidin-4-yl}-l,3-dihydro-2H- 
benzimidazol-2-one; 

l.[l.(4-{6-[(4-armnophenyl)sulfonyl]-3-phenylquinoxalin-2-yl}benzyl)piperidin 
dihydro-2H-benzimidazol-2-one; 

N-{2-[3-(4-{[4-(2-oxo-23-dihydro-lH-benzimidazol-l-yl)piperidin-l-yl]m 
phenylquinoxalin-6-yl]ethyl } acetamide; 

l.(l. { 447Kmethylsulfonyl)-3-phenylquinoxalin-2-yl]benzyl}piperidin-4-yl)-13-dihydro-2H- 
benzimidazol-2-one; 

N-{2-[2<4-{[4-(benzirrudazol-2-yl)piperidin-l-yl]methyl}phenyl)-3-phenylquinoxa^ 
yl]ethyl} acetamide; 

N-{2-[2-(4-{ [4-(benzimidazol-2-yl)piperidin4-yl]methyl}phenyl)-3-phenylquinoxalin-6 v 
yl]ethyl} acetamide; 

1 . { i .[ 4 -(6-benzoyl-3-phenylquinoxalin-2-yl]benzyl)piperidin-4-yl } - 1 ,3-dihydro-2H- 
benzimidazol-2-one; 



PCT/US03/10442 
Merck Case 21074YP 

Page 38 



l-{l-[4<6Woyl-2-phenylqu^^ 
benzimidazol-2-one; 

l. [ l. (4 . { 7-[(4-anunophenyl)sulfo n yl]-3-phenylquinoxalin^ 
dihydro-2H-benzimidazol-2-one; 

l^l.^^T-benzoyl-S-phenylquinoxalin^-yllbenzyDpiperidin^-yn^^-dihydro^H- 
benzimidazol-2-one; 

l-[l-(4^7-[(4-methylpiperazin-l-yl)carbonyl]-3-phenylquinox^ 
l,3-dihydro-2H-benzimidazol-2-one; 

N-[4-(aminosulfonyl)be^ 

yl]methyl}phenyl)-2-phenylquinoxaline-6-carboxamide; 

N-{2-[2K4-{[4^2-oxo-23-dihydro-lH-benzinudazol-l-yl)piperi 
phenylquinoxalin-6-yl]ethyl } acetamide; 

lK144-[6Kmethylsulfonyl)-3-phenylquinoxalin-2-yl]be M 
benzimidazol-2-pne; 

l_ ( l_ { 4-[6-(l-methyl-lH-^^ 
dihydro-2H-benzimidazol-2-one; 

i.Q.^^l-methyl-lH^etrazol-S^^ 
dihydro-2H-benzimidazol-2-one; 

l-(l-{4-[6-(2.methyl-2^^ 
dihydro-2H-benzimidazol-2-one; 

l. ( l. {4 -[7K2-methyl-2H-tetrazol-5-yl)-3-phenylquinoxalin-2-yl]benzyl}piperi^ 
dihydro-2H-benzimidazol-2-one; 

2<4-{[4<lH-indol-l-yl)piperidin4-yl]methyl}phenyl)-6-(2^ 
phenylquinoxaline; 

3 .(4-{ [4KlH-indol4-yl)piperidin^ 
phenylquinoxaline; 
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2-(4, {. [4-(2-methyl- lH-benzimidazol- 1 -yl)piperidin- 1 -yl]methyl } phenyl)-6-(l -methyl- 1H- 
tetrazol-5-yl)-3-phenylquinoxaline; 

2-(4-{[4-(2-methyl-lH-benzimidazol-l-yl)piperidin-l-yl]methyl}phenyl)-6-(2-methyl-2H- 
tetrazol-5-yl)-3-phenylquinoxaline; 

2-(4-{[4-(2-memyl-lH-benzimidazol-l-yl)piperidin-l-yl]methyl}phenyl)-3-phen . 
naphthyridine; 

!_(!_{ 4-[6-(2-methyl-2H-tetrazol-5-yl)-3-phenylquinolin-2-yl]benzyl } piperidin-4-yl)- 1 ,3- 
dihydro-2H-benzimidazol-2-one; 

1 -( 1 - { 4- [6-(2-methyl-2H-tetrazol-5-yl)-3-phenylquinolin-2-yl]benzyl } piperidin-4-yl)- 1,3- 
dihydro-2H-imidazo[4,5-b]pyridin-2-one; 

9 .(l-{4-[6-(2-methyl-2H-tetrazol-5-yl)-3-phenylquinolin-2-yl]benzyl}piperidin-4-yl)-9H-purin- 
6-amine; 

9-{l-[4-(3-phenyl-l,8-naphthyridin-2-yl)benzyl]piperidin-4-yl}-9H-purin-6-amine; 

■ 

l-{l-[4-(3-phenyl-l,8-naphthyridin-2-yl)benzyl]piperidin-4-yl}-13-dihydro-2H-inudazo[4 
b]pyridin-2-one; 

l-{l-[4-(3-phenyl-l,8-naphthyridin-2-yl)benzyl]piperidin-4-yl}-13-dihydro-2H-imidazo[4,5- 
b]pyridin-2-one 4-oxide; 

1- { l-[4-(3-Phenyl-l ,8-naphthyridin-2-yl)benzyl]piperidin-4-yl } -1 ,3-dihydro-2H-benzimidazol-2- 
one; 

2. (4- { [4-(2-methyl- lH-benzimidazol- 1 -yl)piperidin- 1 -yl]methyl } phenyl)-3-phenylquinoxaline-6- 
carboxylic acid; 

3 . (4.{[4-(2-methyl-lH-benzimidazol-l-yl)piperidin-l-yl]methyl}phenyl)-2-phenylquinoxaline-6- 
carboxylic acid; 

N-[2-(diethylamino)ethyl]-3-(4-{[4-(2-methyl-lH-benzimidazol-l-yl)piperidin-l- 
yl]methyl }phenyl)-2-phenylquinoxaline-6-carboxamide; 

N-(2-hydroxyethyl)-3-(4- { [4-(2-methyl- lH-benzimidazol- 1 -yl)piperidin- 1 -yl]methyl } phenyl)-2- 
phenylquinoxaline-6-carboxamide; 



J 
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N-methyl-3K4-{[4-(2-methyl-lH-benzimidazol-l-yl)piperidin-l-yl]methyl}phenyl)-2- 
phenylquinoxaline-6-carboxamide; 

N-[3-( lH-imidazol- 1 -yl)propyl]-3-(4- { [4-(2-methyl- lH-benzimidazol- 1 -yl)piperidin-l - 
yl]methyl } phenyl)-2-phenylquinoxaline-6-carboxamide; 

2-(4- { [4-(6-fluoro- lH-benzimidazol-2-yl)piperidin- 1 -yl]methyl } phenyl)-3-phenylquinoxaline-6- 
carboxylic acid; 

3.(4. { [4-(6-fluoro- lH-benzimidazol-2-yl)piperidin- 1 -yl]methyl } phenyl)-2-phenylquinoxaline-6- 
carboxylic acid; 

N-[2-(diethylaniino)ethyl]-3K4-{[4<6-fluoro-lH-benzimidazol-2-yl)piperidin-l- 
yl]methyl } phenyl)-2-phenylquinoxaline-6-carboxamide; 

7-bromo-2K4-{[4-(6-fluoro-lH-benzim^ 
phehylpyrido[2,3-^]pyrazine; 

7-bromo-3-(4- { [4-(6-fluoro-lH-benzimidazol-2-yl)piperidin- 1 -yljmethyl }phenyl)-2- 
phenylpyrido[2,3-^]pyrazine; 

7-bromo-6-meftyl-2-(4-{ [4-(2-me%L 
phenylpyrido[2,3-^]pyrazi ne ; 

7-bromo-3-(4-{ [4-(2-methyl-lH-benzimidazol-l-yl)piperidin-l-yl]methyl }phenyl)-2- 
phenylpyrido[2,3-^]pyrazine; 

l.{l.[4-(4-armno-6-phenylpyrido[23-d]pyrimidin-7-yl)benzyl]piperidin^ 
benzimidazol-2-one; 

l.{l-[4.(4-amino-2-hydroxy-6-phenylpyrido[23-d]pyrirnidin-7-yl)benzyl]piperidin^^^^ 
dihydro-2H-benzimidazol-2-one; and 

l.{l.[4.(2,4-diarnino-6-phenylpyrido[23-d]pyrirnidin-7-yl)benzyl]piperid^^ 
2H-benzimidazol-2-one; 

or a pharmaceutical^ acceptable salt or a stereoisomer thereof. 

7. (original) The compound according to Claim 6 which is the TFA salt of a 
compound selected from: 



t 
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1- {l-[4-(3-phenylqumox^ 

3.(4.{[4-(2-oxo-23-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-2- 
phenylquinaxoline-6-carboxylic acid; 

2- (4- { [4-(2-oxo-2,3 -dihydro- lH-benzamidazol- 1 -yl)piperdin- 1 -yl] methyl } phenyl)-3- 
phenylquinaxoline-6-carboxylic acid; 

N-[3KlH-imadazoW-yl)p^^ 
yl]methyl}phenyl)-2-phenylquinaxoline-6-carboxamide; 

l.{l.[4-(3-phenylpyrido[3,4-b]pyrazin-2-yl)benzyl]piperidin-4-yl}-l,3-dihydro-2H- 
benzimidazol-2-one; 

!_{ i44-(2-phenylpyrido[3,4-b]pyrazin-3-yl)benzyl]piperidin-4-yl}-l,3-dihydro-2H- 
benzimidazol-2-one; 

l. { 144K2-phenylquinolin-3-yl)benzyl]piperdin^-yl}4,3-dihydro-2H-benziimdazol-2-on 

1 - { 1 .[4-(6,7-diamino-3-phenylquinoxalin-2-yl)benzyl]piperidin-4-yl } - 1 ,3 -dihydro-2H- 
benzimidazol-2-one ; 

2-(4-{ [3-(lH-indol-3-yl)pyrrolidin-l-yl]methyl }phenyl)-3-phenylquinoxaline; 

l.(l.{4^3<2-armnophenyl)quinoxalin-2-yl]benzyl}piperidin-4-yl)-l,3-dihydro-2H- 
benzimidazol-2-one; 

3,4-dichloro-N-{(3R)4-[4-(3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl}benzam 

4-cyano-N- { (3R)-l-[4-(3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl Jbenzamide; 

2,6-difluoro-N-{(3R)4-[4-(3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl}ben^ 

N-{(3R)-l-[4K3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl}-3Ktrifluoromethyl)benzamide; 



■ 
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2,5-afluoro-N-{(3R)-lW 

3,5-difluoro-N-{(3R)444-(3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl}benzamide; 

N-{(3R)^44K3-phenylquinoxalin-2-yl)benzyl]pyTrolidin-3-yl}-13-thi 

(3R)4-[4-(3-phenylquinoxalin-2-yl)benzyl]^-[(13-thi^^^ 

4-[( { (3R)- 1 -[4-(3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl } arnino)carbonyl]-l ,3- 
thiazolidin-3-ium; 

N-{(3R)-l-[4-(7-amino-3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl}-l,3-thiazole-5- 
carboxamide; 

3-phenyl-2-[4-({ (3R)-3-[( 1 ,3-thiazol-5-ylcarbonyl)amino]pyrrolidin- 1 - 
yl}methyl)phenyl]quinoxaline-6-carboxylic acid; 

2-phenylO-[4-({(3R)-3-[(13-thiazol-5-ylcarbonyl)amino]pyrrolidin-l- 
yl}methyl)phenyl]quinoxaline-6-carboxylic acid; 

N-{(3R)-l-[4K3-phenylpyrido[3,4-b]pyrazin-2-yl)benzyl]pyrrolidin-3-^^ 
carboxamide; 

N-{(3R)4-[4-(3-phenylpyrido[23-b]pyrazin-2-yl)benzyl]pyrroiidin^ 
carboxamide; 

■N-{(3R)-l-[4-(2^ 
carboxamide; 

N-{ (3RH-[4-(5-h^ ,3-thiazole-5- 
carboxamide; 

N-tf-methylphenyD-NM l-[4-(3-phenylquinoxalin-2-yl)benzyl]azetidin-3-yl}urea; 
NK4-methoxyphenyl)-NMl-^^ 

N-(3-methoxyphenyl)-NMl-[4K3-phenylquinoxalin-2-yl)benzyl]azetidin-3-y^ 

methyl 3-{[({ l-[4-(3-phenylquinoxalin-2-yl)benzyl]azetidin-3- 
yl } amino)carbonyl] amino } benzoate; 

N-[4Kdifluoromemoxy)phenyl]-NMl-[4-(3-phenylquinoxalin-^^ 
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2K4-{[4<2-methyl-lH-benzimidazol-l-yl)piperidin-l-yl]methyl}phenyl)-3-phenylquinoxalin-5- 
ol; 

N 2 y-dimethyl-iV 1 43K4-{[4-(2-oxo-23-dihydro4H-benzimidazol-l-yl)piperidin-^ 
yl]methyl}phenyl)-3-phenylquinoxalin-6-yl]glycinamide; 

9.{l.[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-4-yl}-9H-purin-6-amine; 

3.(4.{[4-(6-amino-9H-purin-9-yl)piperidin4-yl]methyl}phenyl)-2-phenylquinoxalin-6-arm 

9-{l-[4K6-chloro-3-phenylquinoxalin-2-yl)benzyl]piperidin^-yl}-9H-purin-6-amine; 
2<4^[4K6-arruno-9H-purin-9-yl)piperidin-l-yl]me%l}phenyl)-3-phenylquinoxalin-6-armne; 

9.{l-[4.(7-chloro-3-phenylquinoxalin-2-yl)benzyl]piperidin^-yl}-9H-purin-6-amine; 
9-{l-[4K3-phenylpyrido[3,4-b]pyrazin-2-yl)benzyl]piperidin-4-yl}-9H-purin-6-amine; 

9. { 1 .[4-(3-phenylpyrido[2,3-b]pyrazin-2-yl)benzyl]piperidin-4-yl } -9H-purin-6-amine; 
9_{ i-[4-(2-phenylpyrido[2,3-b]pyrazin-3-yl)benzyl]piperidin-4-yl }-9H-purin-6-amine; 
2-(4-{[4K6-amino-9H-purin-9-yl)piperidin-l-yl]methyl}phenyl)-3-phenylquinoxalin-5-o 

2-(4-{[4K6-amino-9H-purin-9-yl)piperidin-l-yl]'methyl}phenyl)-3-phenylquinoxaline-6 
carboxylic acid; 

3_(4.{ [4-(6-amino-9H-purin-9-yl)piperidin-l -yl]methyl }phenyl)-2-phenylquinoxaline-6- 
carboxylic acid; 

2-(4-{[4K3H-irrudazo[4,5-b]pyridin-3-yl)piperidin-l-yl]methyl}phenyl)-3-phenylquto 

2-(4-{[4-(3H-imidazo[4,5-b]pyridin-3-yl)piperidin-l-yl]methyl}phenyl)-3-phenylquinox 
amine; 

3.(4-{ [4-(3H-imidazo[4,5-b]pyridin-3-yl)piperidin-l-yl]methyl }phenyl)-2-phenylquinoxalin-6- 
amine; 

2-(4-{[4-(3H-irmdazo[4,5-b]pyridin-3-yl)piperidin4-y]]methyl}phenyl)-3-phenylpyrido[23 
b]pyrazine; 
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l_ { l. [4 -(3-phenylquinolin-2-yl)benzy» 

1 -(1 - { 4-[3-phenyl-6-(lH-tetrazol-5-yl)quinoxalin-2-yl]benzyl } piperidin-4-yl)- 1 ,3-dihydro-2H- 
benzimidazol-2-one; 

l.(l-{4-[3-phenyl-7-(lH-tetrarol-5-yl)quinoxaUn-2-yl]benzyl}pi^ 
benzimidazol-2-one; 

9 _(l.{4_[3-phenyl-7^1H-tetrazol-5^ 

9 .(1_ { 4-[3-phenyl-6-( lH-tetrazol-5-yl)quinoxalin-2-yl]benzyl } piperidin-4-yl)-9H-purin-6-amine; 

JV^-dimethyl-W 1 -[2-(4- { [4-(2-oxo-2,3-dihydro- lH-benzimidazol- 1 -yl)piperidin- 1 - 
yl]methyl }phenyl)-3-phenylquinoxalin-6-yl]glycinamide; 

^ 2 JV 2 -dimethyl-N 1 -[3<4-{[4<2-oxo-23-dihydro4H-benziniidazol4-yl)piperidin-l- 
yl]methyl}phenyl)-3-phenylquinoxalin-6-yl]glycinamide; 

1 -{ l .[4K2-amino-4-hydroxy-7-phenylpteridin-6-yl)benzyl]piperidin-4-yl } - 1 ,3-dihydro-2H- 
benzimidazol-2-one; 

N42-(diethylamino)ethyl]-2K4- { [4-(2^ 

yl]methyl } phenyl)-3-phenylquinoxaline-6-carboxamide; 

N-[2-(diethylamino)eW 

yl]methyl}phenyl)-2-phenylquinoxaline-6-carboxamide; 

2- deoxy-2-({ [2-(4- { [4-(2-oxo-2,3-dihydro- lH-benzimidazol- 1 -yl)piperidin- 1 -yl]methyl Jphenyl)- 

3- phenylquinoxalin-6-yl]carbonyl}amino)-D-arabino-hexopyranose; 

2-deoxy-2-({ [3-(4-{ [4<2-oxo-23-dihydro-lH-benzimidazol-l-yl)piperidin-l-yl]methyl }phenyl> 
2-phenylquinoxalin-6-yl]carbonyl } amino)-D-arabino-hexopyranose ; 

2-(4-{[4-(2-oxo-23-dihydro4H-benzimidazol-l-yl)piperidin-l-yl]methyl}phenyl)-3- 
phenylquinoxalin-6-yl2-(acetylamino)-2-deoxy-D-glucopyranoside; 

3.(4_{[4.(2-oxo-23-dihydro4H-benzimidazol-l-yl)piperidin-l-yl]methyl}phenyl)-2- 
phenylquinoxalin-6-yl2-(acetylamino)-2-deoxy-D-glucopyranoside; 

3 .(4.{ [4-hydroxy -4-phenylpiperdin-l-yl]methyl}phenyl)-2-phenylquinaxoline; 
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3 <4 -{[4-(quinazolin-2-on-3-yl)piperdin-l-yl]methyl}p 
3-(4-{[4-(pyrid-2-yl)piperdin-l-yl]methyl}phenyl)-2-phenylquinaxoline; 

3-(4-{[3-(benzimidazol-2-yl)piperdin4-yl]methyl}pheny^ 

2 -( 4 - { [4-(2-oxo-23-d^ 
methylquinaxoline; 

2 -(4-{[4-(2-oxo-23-di^^ 
chloroquinaxoline; 

2-( 4 -{[4K2-oxo-23-d^^ 
acetylaminoprop-2-yl)quinaxoline; 

2-( 4 -{[4^xo-23-di^ 
methylsulfonylquinaxoline; 

N N-dimethyl-2<4-{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
yl']methyl}phenyl)-3-phenylquinaxoline-6-sulfonamide; 

2 -(4-{[4<2-oxo-23-dihydro4H-benzarnidazol4-yl)piperdin4-yl]methyl}phenyl)-3- 
phenylquinaxoline-6-sulfonamide; 

N-[3-(lH-Imi(iazol-l-yl)propyl]-2-(4-{[4K2^ 
yl]methyl}phenyl)-3-phenylquinaxoline-6-carboxamide; 

Ethyl 2<4-{[4-(2-Oxo-23-dihydro4^^^ 
phenylquinaxoline-6-carboxylate; 

N-[3K2-hydroxyethyl]-2K4-{[4-(2-oxo-23-dihydro4H-ben Z arnidazol4-yl)piperdin-l- 
yl]methyl }phenyl)-3-phenylquinaxoline-6-carboxamide; 

N-[3^2- P henyl-2-hydroxyethyl]-2K4-{[4-(2-oxo-23-dihydro4 
yl]methyl } phenyl)-3-phenylquinaxoline-6-carboxamide; 

2-(4-{[4-(2-oxo-23-dihydro-lH-benzamidazol4-yl)piperdin4-yl]me^ 
fluoroquinaxoline; 

2-(4- { [4K2-oxo-23-dihydro4H-benzairudazol-l-yl)piperdin-^ 
cyanoquinaxoline; 



I 

I 
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N .[2-(<Ueth y lami^ 

yl]methyl } phenyl)-3-phenylquinaxoline-6-carboxamide; 
N-(5-hy*oxypentyl)-^^ 

yl]methyl}phenyl)-3-phenylquinaxoline-6-carboxamide; 

N-[Mdimethylamino)-2,2-dim e th y l P ro Py l]-2-(4^ 
yl)piperdin-l-yl]methyl}phenyl)-3-phenylquinaxoline-6-carboxamide; 

N-[3-hydroxy-2,2-dimethylpro P yl]-2K4-{[4K2-oxo-23-dihydro-lH-benz 

1- yl]methyl }phenyl)-3-phenylquinaxoline-6-carboxamide; 

2- (4-{ [4-(2-oxo-23-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]rnethyl }phenyl)-3- 
phenylquinaxoline-6-methylsulfonamide; 

2 <4-{[4<2^xo-23-dihydro-lH-benzami(lazol-l-yl) P ipe^ 
methoxyquinaxoline; 

2-(4-{[4-(2-oxo-23-dihydro-lH-benzarnidazol4-yl)piperdin-^ 
nitroquinaxoline; 

2< 4 -{[4-(2-oxo-23-dihydro-lH-benzarnidazol4-yl)piper^ 
trifluoromethylquinaxoline; 

2-( 4 -{[4K2-oxo-23-dihydro-lH-benzarmdazol-l-yl)piper^ 
aminoquinaxoline; 

3 .(4. { [ 4 .(2-Oxo-23-dihydro4H-benzarrudazol4-yl)piperdin-l-yl]methyl^ 
phenylquinaxoline-6-carboxylic acid; 

3 . (4 . { [ 4.(2.oxo-23-dihydro4H-benzarnidazol4-yl)piperdin4-yl]methy^ 
methylquinaxoline; 

3_ (4 . {[ 4-(2-oxo-23-dihydro-lH^ 
chloroquinaxoline; 

N,N-dimethyl-3-(4- { [4-(2-oxo-2,3-dihydro-lH-benzamidazol- 1 -yl)piperdin- 1 - 
yl]methyl } phenyl)-2-phenylquinaxoline-6-sulf onamide; 

3. ( 4. { [4.(2-oxo-23-dihydro-lH-benzarmdazol4-yl)piperdin^-yl]methyl}phenyl)-2- 
phenylquinaxoline-6-sulfonamide; 



PCT/US03/10442 
Merck Case 21074YP 

Page 47 

N-[3-(lH-ImidazoM-yl)propy^ 
yl]methyl}phenyl)-2-phenylquinaxoline-6-carboxamide; 

Ethyl 3-(4- { [4-(2-oxo-2,3-dihydro- lH-benzamidazol- 1 -yl)piperdin- 1 -yl]methyl } phenyl)-2- 
phenylquinaxoline-6-carboxylate; 

N-[3K2-hydroxyethyl]-3-(4-{[4<2-oxo-23-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
yl]methyl}phenyl)-2-phenylquinaxoline-6-carboxamide; 

N-[3-(2-phenyl-2-hydrox^ 
yl]methyl}phenyl)-2-phenylquinaxoline-6-carboxamide; 

3-(4-{[4-(2-oxo-23-dihydro4H-benzamidazol-l-yl)piperdin4-yl]methyl}phenyl) 
fluoroquinaxoline; 

3.(4- { [4-(2-oxo-2,3-dihydro- lH-benzamidazol- 1 -yl)piperdin- 1 -yl]methyl }phenyl)-2-phenyl-6- 
cyanoquinaxoline; 

N-[2-(diethylamino)ethyl]-3-(4-{ [4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
yl]methyl}phenyl)-2-phenylquinaxoline-6-carboxamide; 

N<5-hydroxypentyl)-3K4-{[4^2-oxo-23-dihydro4H-benzamidazol-l-yl)piperdin-l- 
yl]methyl}phenyl)-2-phenylquinaxoline-6-carboxamide; 

N-[3-(dimethylamino)-2>d^ 

yl)piperdin-l-yl]methyl}phenyl)-2-phenylquinaxoline-6-carboxamide; 

N434iydroxy-2,2-dimethylpropyl]-3W 

l-yl]methyl } phenyl)-2-phenylquinaxoline-6-carboxamide; 

3_(4_{ [4.(2-oxo-23-dihydro^H-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-2- 
phenylquinaxoline-6-methylsulfonamide; 

3.(4.{[4-(2-oxo-23-dihydro4H-benzanudazol-l-yl)piperdin4-yl]methyl}phenyl)-2-phenyl-6- 
methoxyquinaxoline; 

3_(4-{[4_(2-oxo-23-dihydro4H-benzamid^ 
nitroquinaxoline; 

3.(4_{[4.(2-oxo-23-dihyckoUH-benzarnidazol4-yl)piperdin4-yl]methyl}phenyl> 
trifluoromethylquinaxoline; 



» 



> 
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3-(4-{[4K2-oxo-23-dihydro4H-benzamidazol-l-yl)piperdin-l-yl]m 
aminoquinaxoline; 

7 .chlo ro -344-{[4<2^ 
phenylquinaxoline-6-sulfonamide; 

7-methyl-2-(4-{[4<2-oxo-23-dihydro4H-benzarmdazol4-yl)piperdin-l^ 
phenylquinaxoline-6-carboxamide; 

6- chloro-7-fluoro-3-(4-{[4K2-oxo-23-dihydro-lH-benzarnidazol-l-yl)piperdin-l- 
yl]methyl}phenyl)-2-phenylquinaxoline; 

6 J-dichloro-3-(4-^^ 

2- phenylquinaxoline; 

7- chloro-2K4-{[4-(2-oxo-2,3-dihydro^H-benzamidazol-l-yl)^^ 
phenylquinaxoline-6-sulfonamide; 

7- me thyl-3<4-{[4K2-oxo-2,3^hy^ 
phenylquinaxoline-6-carboxamide; 

6<hloro-7-fluoro-2K4-{[4<2-oxo-23-dihydro4H-benzamidazol-l-yl)piperdin-l- 
yl]methyl}phenyl)-3-phenylquinaxoline; 

6J-dichloro-2K4-{[4-(2-oxo-23-dihydro4H-benzanu^ 

3- phenylquinaxoline; 

N-[2<4 r {[4Kbm^ 
yl]methylsulfonamide; 

M 4^[4.(benzanudazol-2-yl)piperdin-l-yl]me% 
acid; 

3-(4-{[4-(benzamidazol-2-yl)piperdin-l-yl]me%^ 
acid; 

7-methyl-2K4-{[4Kbenzamidazol-2-yl)piperdin-l-yl] 
carboxamide; 

7 .methyl-3<4-{[4-(benzamidazol-2-yl)piperdin4^ 
carboxamide; 
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7-chloro-2-(4-{[4<benzamidazol-2-yl)piperdin-l-yl]methyl}phenyD 
sulfonamide; 

7^hloro-3<4-{[4<benza^ 
sulfonamide; 

N<2-hydroxyethyl)-7-methyl^^ 
phenylquinaxoline-6-carboxamide; 

N-(2-hydroxye%l)-7-methyl-2-(4-{[4-(benzainidazo^^^ 
phenylquinaxoline-6-carboxamide; 

2.(4-{[4-(benzamidazol-2-yl)piperdin4-yl]meth y l}pte 
3<4-{[4<benzamidazol-2-yl)piperdin-l-yl]methyl}phenyl> 

2-(4-{[4-(benzamidazol-2^^ 
3K4-{[4-(benzamidazol-2-y^^ 

2- (4-{ [4-(benzamidazol-2-yl)piperdin-l-yl]methyl }phenyl)-3-phenyl-6-cyanoquinaxoline; 

3- (4-{[4-(benzamidazol-2^^ 

N-isopropyl-N'-({l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)urea; 
NK3-fluorophenyl)-NH{l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}me 

N-phenyl-N'-({ l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl }methyl)urea; 
NK4-bromobenzyl)-N'-({ l-[4K3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)urea; 
N-({ l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)benzenesulfonam 
N . ({ l. [4 .(3- P henylquinoxalin-2-yl)benzyl]pipericlin-3^ 

N-({ l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl }methyl)benzylsulfonamide; 

N-({l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)-3,4- 
dimethoxybenzenesulfonamide; 



I 

I 
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N . ({ l. [4 K3-phenylquinoxalin-2-yl)benzyl]piperidin^ 

N-({l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)2,2,2- 
trifluoroethylsulfonamide; 

N-({l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperi^ 
-phenyl4-{l-[4^3-phenylquinoxalin-2-yl)benzyl]piperidin^-yl}-13^ 



4 

one; 



l. { l-[4-(3-phenylquinoxalin-2-yl)benzyl]pyrroli^ 
N-(l-[4K3-phenylquinoxalin-2-yl)benzyl]piperid^^ 
N . ( l. [ 4.(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-^^ 
N .(144K3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl>3 

N-(144-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl)^ 

N-(l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl)buty^ 

N-(l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl)me^ 

N _ ( l_ [4 -(3-phenylquinoxalin-2-yl^ 

1. { l.[4-(2-phenylbenzo[flquinoxaUn-3.yl)benzyl^ 
2-one; 

H l-[4-(3-phenylbenzo[f^ 
2-one; 

Ethyl 2-(4-{[4-(2-Oxo-23-dihydro4H-benzainidazol-l-yl)piperdin-l-yl]methyl}phenyl)-^ 
phenylquinaxoline-8-carboxylate; 

Ethyl 2-(4-{[4K2-Qxo-2,3-dihydro-lH-benzamidazol4^^ 
phenylquinaxoline-5-carboxylate; 

2. {l-[4K3-phenylpyrido[3,4-b]pyrazin-2-yl)benzyl]piepridin^^^ 
2- { H4<3-phenylpyrido[4>b]py^ 
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2.{i-[4K3-phenylpyrido[23-b]pyrazin-2-yl)benzyl]piperidin^-yl}benzimidazole; 
2 .{i.[4K3-phenylpyrido[3,2-b]pyrazin-2-yl)benzyl]piperidin^-yl}benzimidazole; 

HH 4-{6-[(4-methylpiperazin-l^ 
l,3-dihydro-2H-benzimidazol-2-one; 

N44Kaminosulfonyl)benzyl]-2-(4-{[4-(2-oxo-23-dihydro-lHWimidazol-l- 
yl]methyl}phenyl)-3-phenylquinoxaline-6-carboxamide; 

!.{ i. [4 <6-benzoyl3-phenylquinoxalin-2-yl]benzyl)piperidin-4-yl}-l,3-dihydro-2H- 
benzimidazol-2-one; 

1 -[ l-(4- { 6-[(4-aminophenyl)sulfonyl]-3-phenylquinoxalin-2-yl } benzyl)piperidin-4-yl]- 1 ,3- 
dihydro-2H-benzimidazol-2-one; 

N-{243-(4-{[4-(2^xo-23-dihydro-lH-benziiiudazol4-yl)piperidin-l-yl]m 
phenylquinoxalin-6-yl]ethyl}acetamide; 

l_ ( l_ { 4- [7 <methylsulfonyl)3-phenylqm^ 
benzimidazol-2-one; 

N _ { 2-[2-(4-{[4^benzimidazol-2-yl)^ 
yl]ethyl}acetamide; 

N-{2-[2-(4-{[4-(benzimidazol-2-yl)piperidin-l-yl]methyl}phenyl)-3-phenylquinoxalin-6- 
yl]ethyl } acetamide; 

l.{l.[4-(6-benzoyl-3-phenylquinoxalin-2-yl]benzyl)piperidin-4-yl}-l,3-dihydro-2H- 
benzimidazol-2-one; 

1 . { i .[ 4 .(6-benzoyl-2-phenylquinoxalin-3-yl]benzyl)piperidin-4-yl } - 1 ,3-dihydro-2H- 
benzimidazol-2-one; 

l_ [ l.(4-{7-[(4-aminophenyl)sulfonyl]-3-phenylquinoxalin-2-yl}benzyl)piperidin-4^ 
dihydro-2H-benzimidazol-2-one ; 

1 . { 1 .[4-(7-benzoyl-3-phenylquinoxalin-2-yl]benzyl)piperidin-4-yl } - 1 ,3-dihydro-2H- 
benzimidazol-2-one; 

l. [ l.(4.{74(4-methylpiperazin4-yl)carbonyl]3-phenylquinoxalin-2-yl}benzyD 
l,3-dihydro-2H-benzimidazol-2-one; 
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N-[4Kaminosulfonyl)benzyl]-3-(4-{[4-(2-oxo-2,3-dihydro-lH-benzimidazol-l- 
yl]methyl}phenyl)-2-phenylquinoxaline-6-carboxamide; 

N- { 2-[2-(4- { [4-(2-oxo-2,3-dihydro- lH-benzimidazol- 1 -yl)piperidin- 1 -yl]methyl } phenyl)-3- 
phenylquinoxalin-6-yl]ethyl } acetamide; 

l_(l.{4.[6-(methylsulfonyl)0-phenylquinoxalin-2-yl]benzyl}piperidin^-yl)-l,3-dihydro-2H- 
benzimidazol-2-one; 

l.(l-{4.[6-(l-methyl-lH-tetrazol-5-yl)-3-phenylquinoxalin-2-yl]benzyl}piperidin-4-yl)-l,3- 
dihydro-2H-benzimidazol-2-one; 

l.(l.{4-[7-(l-methyl-lH-tetrazol-5-yl)-3-phenylquinoxalin-2-yl]benzyl}piperidin-4-yl)-l,3- 
dihydro-2H-benzimidazol-2-one; 

1 -( 1- {4-[6-(2-methyl-2H-tetrazol-5-yl)-3-phenylquinoxalin-2-yl]benzyl } piperidin-4-yl)- 1 ,3- 
dihydro-2H-benzimidazol-2-one; 

l.(l.{4.[7-(2-methyl-2H-tetrazol-5-yl)-3-phenylquinoxalin-2-yl]benzyl}piperidin-4-yl)-l,3- 
dihydro-2H-benzimidazol-2-one; 

2-(4-{[4-(lH4ndol-l-yl)piperidin-l-yl]methyl}phenyl)-6K2-methyl-2H-tetrazol-5-yl)-3- 
phenylquinoxaline; 

3.(4.{[4-(lH-indol^-yl)piperidin-l-yl]methyl}phenyl)-6-(2-methyl-2H-tetrazol-5-yl)-2- 
phenylquinoxaline; 

2-(4-{[4<2-methyl4H-benzimidazol-l-yl)piperidin4-yl]methyl}phenyl)-6-(l-methyl-lH- 
tetrazol-5-yl)-3-phenylquinoxaline; 

2-(4- { [4-(2-methyl- lH-benzimidazol- 1 -yl)piperidin- l-yl]methyl } phenyl)-6-(2-methyl-2H- 
tetrazol-5-yl)-3-phenylquinoxaline; 

1_( i- { 4-[6-(2-methyl-2H-tetrazol-5-yl)-3-phenylquinolin-2-yl]benzyl } piperidin-4-yl)- 1 ,3- 
dihydro-2H-benzimidazol-2-one; 

l.(l-{446K2-methyl-2H4etrazol-5-yl)-3-phenylquinolin-2-yl]benzyl}piperidin-4-yl)-l,3- 
dihydro-2H-imidazo[4,5-b]pyridin-2-one; 
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9.(l.{4-[6-(2-methyl-2H-tetrazol-5-yl)-3-phenylquinolin-2-yl]benzyl}piperidin-4-yl)-9H-purin- 
6-arnine; 

9.{l.[4.(3.phenyl4,8-naphthyridin-2-yl)benzyl]piperidin^-yl}-9H-purin-6-amine; 

1. {l.[4-(3-phenyl-l,8-naphthyridin-2-yl)benzyl]piperidin^-yl}-13-dihyd^ 
b]pyridin-2-one; 

l-{l-[4-(3-phenyl-l,8-naphthyiidin-2-yl)bcmzyl]piperito 
b]pyridin-2-one 4-oxide; 

2 . (4-{[4-(2-methyl4H-benzinudazol-l-yl)piperidin4-yl]methyl}ph^ 
carboxylic acid; 

3. (4.{[4.(2-methyl4H-benzimidazol-l-yl)piperidin4-yl]methyl}phenyl)-2-phenylquinoxaline-6- 
carboxylic acid; 

N42Kdiethylanuno)ethyl]-3-(4-{[4K2-methyl-lH-benzimidazol-l-yl)piperidin-l- 
yl]methyl}phenyl)-2-phenylquinoxaline-6-carboxamide; 

N-(2-hydroxyethyl)-3<4-{[4^2-methyl-lH-benzimidazol4-yl)piperi^ 
phenylquinoxaline-6-carboxamide; 

N-methyl-3-(4- { [4-(2-methyl- lH-benzimidazol-l-yl)piperidin- 1 -yl]methyl } phenyl)-2- 
phenylquinoxaline-6-carboxamide; 

N-[3-(lH-imidazol-l-yl)propyl]-3-(4-{[4K2-methyl-m-benzimidazol-l-yl)piperidin-l- 
yl]methyl}phenyl)-2-phenylquinoxaline-6-carboxamide; 

2<4-{[4-(6-fluoro-lH-benzinudazol-2-yl)piperidin4-yl]methyl}phenyl)-3-phenylquinoxaline-6- 
carboxylic acid; 

3.( 4 .{[4-(6-fluoro4H-benzimidazol-2-yl)piperidin4-yl]methyl}phenyl)-2-phenylquinoxaline^ 
carboxylic acid; 

N-[2-(diethylamino)ethyl]-3-(4-{[4K6-fluoro-lH-benzimidazol-2-yl)piperidin-l- 
yl]methyl }phenyl)-2-phenylquinoxaline-6-carboxamide; 

l_ { 144-(4-anuno-6-phenylpyrido[23-d]pyrim 
benzimidazol-2-one; 



PCT/US03/10442 
Merck Case 21074YP 

Page 54 



l.{144.(4-amino-2-hydroxy-6-phenylpyrido[23-d]pyrimidin-7-yl)benzyl] 
dihydro-2H-benzimidazol-2-one; and 

1_{ i-[4-(2,4-diamino-6-phenylpyrido[23-d]pyrimidin-7-yl)benzyl]piperidin-4-yl }-l ,3-dihydro- 
2H-benzimidazol-2-one. 

8. (original) The compound according to Claim 6 which is selected from: 

N-[2<tiethylamino)ethyl]-2-(4- { [4-(2-oxo-23 
yl]methyl}phenyl)-3-phenylquinoxaline-6-carboxamide; 

N-[2^diethylamino)ethyl]-3K4^[4-(2-oxo-23-dihydro-lH-benzirmdazol-l-yl)piperidin-l- 
yl] methyl } phenyl)-2-phenylquinoxaline-6-carboxamide ; 

4^yano-N-{(3R)-l-[4K3-phenylquinoxalin-2-yl)benzyl]pyrrohdin-3-yl}benzaniide; 

N-{(3R)4-[4K3-phenylquinoxalin-2-yl)benzyl]pyrrolioUn-3-yl}43-thiazole-5<arboxamide; 

2-(4-{[4-(6-anTino-9H-purin-9-yl)piperidin4-yl]memyl}phenyl)-3-phenylquinoxalin-6-aimne; 

9.{144.(3-phenylpyrido[3,4-b]pyrazin-2-yl)benzyl]piperidin^-yl}-9H-purin-6-amine; 

9-{l-[4K3-phenylpyrido[23-b]pyrazin-2-yl)benzyl]piperidin^-yl}-9H-purin-6-aniine; 

2 -(4-{[4-(6-amino-9H-purin-9-yl)piperidin-l-yl]methyl}phenyl)-3-phenylquinoxaline-6- 
carboxylic acid; 

l-{l-[4<3-phenylquinolin-2-yl)benzyl]piperidin-4-yl}-13-dihydro-2H-benzirnidazol-2-one; 

1 _(1_{ 4-[3- p henyl-6-(lH-tetrazol-5-yl)quinoxalin-2-yl]benzyl } piperidin-4-yl)- 1 ,3-dihydro-2H- 
benzimidazol-2-one; 

l.(l.{4-[3.phenyl-7KlH4etrazol-5-yl)quinoxalin-2-yl]benzyl}piperidin-4-yl)-l,3-dihydro-2H- 
benzimidazol-2-one; 

9Kl-{4-[3-phenyl-7<lH-tetrazol-5-yl)quinoxalin-2-yl]benzyl}piperidin-4-yl)-9H-purin-6 
9Kl-{443-phenyl-6-(lH4etrazol-5-yl)quinoxalin-2-yl]benzyl}piperidin^-yl)-9H-purin-6-armne; 



.1 
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H H 4-(3-phen y l-l,8-naphthyri^ 
b]pyridin-2-one 4-oxide; 

1 .(l.{ 4 .[6K2-methyl-2H4etrazol-5-yl)0-phenylquinoxalin-2-yl]benzyl}piperi 
dihydro-2H-benzimidazol-2-one; 

l-(l-{4-[7-(2-methyl-2H-tetrazol-5^ 
dihydro-2H-benzimidazol-2-one; 

l-{l-[4-(4-amino-6-phenylpyrido[23-d]pyrimidin-7-yl)benzyl]piperi 
benzimidazol-2-one; 

l-{l-[4-(4-amino-2-hydroxy-6-phenyl^^^ 
dihydro-2H-benzimidazol-2-one; and 

H 1 W 2^diamino-6-phe^^ 
2H-benzimidazol-2-one; 

* 

or a pharmaceutical^ acceptable salt or a stereoisomer thereof. 

9. (original) A pharmaceutical composition comprising a pharmaceutical 
carrier, and dispersed therein, a therapeutically effective amount of a compound of Claim 1. 

10. (original) A pharmaceutical composition comprising a pharmaceutical 
carrier, and dispersed therein, a therapeutically effective amount of a compound of Claim 6. 

11. (original) A pharmaceutical composition comprising a pharmaceutical 
carrier, and dispersed therein, a therapeutically effective amount of a compound of Claim 8. 

12. (original) A method of inhibiting one or more of the isoforms of Akt in a 
mammal which comprises administering to the mammal a therapeutically effective amount of a 
compound of Claim 1. 



( 
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1 3 (original) A method of inhibiting one or more of the isoforms of Akt in a 
mammal which comprises administering to the mammal a therapeutically effective amount of a 
compound of Claim 6. 

14. (original) A method of inhibiting one or more of the isoforms of Akt in a 
mammal which comprises administering to the mammal a therapeutically effective amount of a 
compound of Claim 8. 

15. (original) A method for treating cancer which comprises administering to 
a mammal in need thereof a therapeutically effective amount of a compound of Claim 1. 

16. (original) A method for treating cancer which comprises administering to 
a mammal in need thereof a therapeutically effective amount of a compound of Claim 6. 

17. (original) A method for treating cancer which comprises administering to 
a mammal in need thereof a therapeutically effective amount of a compound of Claim 8. 

18. (original) A pharmaceutical composition made by combining the 
compound of Claim 1 and a pharmaceutically acceptable carrier. 

19. (canceled) 

20. (canceled) 

21. (canceled) 

22. (canceled) 

23. (canceled) 
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24. (original) A method of treating or preventing cancer which comprises 
administering a therapeutically effective amount of a compound of Claim 1 in combination with 

a compound selected from: 

1) an estrogen receptor modulator, 

2) an androgen receptor modulator, 

3) retinoid receptor modulator, 

4) a cytotoxic agent, 

5) an antiproliferative agent, 

6) a prenyl-protein transferase inhibitor, 

7) an HMG-Co A reductase inhibitor, 

8) an HTV protease inhibitor, 

9) a reverse transcriptase inhibitor, 

10) an angiogenesis inhibitor, 

11) a PPAR-Y agonists, 

12) a PPAR-5 agonists, 

13) an inhibitor of inherent multidrug resistance, 

14) an anti-emetic agent, 

15) an agent useful in the treatment of anemia, 

16) an agent useful in the treatment of neutropenia, 

17) an immunologic-enhancing drug, 

18) an inhibitor of cell proliferation and survival signaling, and 

19) an agent that interfers with a cell cycle checkpoint. 

25. (original) A method of treating cancer which comprises administering a 
therapeutically effective amount of a compound of Claim 1 in combination with radiation 

therapy and a compound selected from: 

1) an estrogen receptor modulator, 

2) an androgen receptor modulator, 

3) retinoid receptor modulator, 

4) a cytotoxic agent, 

5) an antiproliferative agent, 

6) a prenyl-protein transferase inhibitor, 
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7) an HMG-CoA reductase inhibitor, 

8) an HTV protease inhibitor, 

9) a reverse transcriptase inhibitor, 

10) an angiogenesis inhibitor, 

11) a PPAR-y agonists, 

12) a PPAR-8 agonists, 

13) an inhibitor of inherent multidrug resistance, 

14) an anti -emetic agent, 

15) an agent useful in the treatment of anemia, 

16) an agent useful in the treatment of neutropenia, 

17) an immunologic-enhancing drug, 

18) an inhibitor of cell proliferation and survival signaling, and 

19) an agent that interfers with a cell cycle checkpoint. 

26. (canceled) 



